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WHAT IS CLAIMED IS: 



1 . A method for inhibiting P-amyloid peptide release and/or its 
synthesis in a ceil which method comprises administering to such a cell an 
amount of a compound or a mixture of compounds effective in inhibiting the 
cellular release and/or synthesis of P-amyloid peptide wherein said compounds 
are represented by formula I: 



R 



NH 



m 



Y 



n 



C{H), 




25 



30 



35 



wherein is selected from the group consisting of alkyl, alkenyl, aikynyl, 
cycloalkyl, cycloalkenyl, substituted alkyl, substituted alkenyl, substituted 
aikynyl, substituted cycloalkyl, substituted cycloalkenyl, aryl, heteroaryl and 
heterocyclic; 

W, together with -C(H)pC(=X)-, forms a cycloalkyl, cycloalkenyl, 
heterocyclic, substituted cycloalkyl, or substituted cycloalkenyl group wherein 
each of said cycloalkyl, cycloalkenyl, heterocyclic, substituted cycloalkyl or 
substituted cycloalkenyl group is optionally fused to form a bi- or multi-fused 
ring system (preferably no more than 5 fused rings) with one or more ring 
structures selected from the group consisting of cycloalkyl, cycloalkenyl, 
heterocyclic, aryl and heteroaryl group which, in turn, each of such ring 
structures are optionally substituted with 1 to 4 substiments selected from the 
group consisting of hydroxyl, halo, alkoxy, substituted alkoxy, thioalkoxy, 
substituted thioalkoxy, nitro, cyano, carboxyl, carboxyl esters, alkyl, substituted 
alkyl, alkenyl, substituted alkenyl, aikynyl, substimted aikynyl, amino, N- 
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alkylamino, N.N-dialkylamino, N-substituted aikylamino, N-alkyl N-substituted 
alkylamino, N,N-disubstituted alkylamino, -NHC(0)R'*, -NHS02R\ -C(0)NH2, 
-C(0)NHR\ -C(0)NR*R^ -S(0)R\ -S(0)2R^ -SCO^NHR* and -SCOjNR^R'* 
where each R* is independently selected from the group consisting of alkyl, 
substimted alkyl, or aryl; 

X is selected from the group consisting of oxo (=0), thiooxo (=S), 
hydroxyl (-H, -OH), thiol (H,-SH) and hydro (H,H); 
Y is represented by the formula: 




O 



wherein each R^ is independently selected from the group consisting of alkyl, 
substimted alkyl, alkenyl, substituted alkenyl, alkynyl, substimted alkynyl, 
cycloalkyl, aryl, heteroaryl and heterocyclic; 

Z is represented by the formula -T-CX'X"C(0)- where T is selected from 
the group consisting of a bond covalently linking R' to -CX'X"-, oxygen, 
sulfur, -NR^' where R^ is hydrogen, acyl, alkyl, aryl or heteroaryl group; 

X' is hydrogen, hydroxy or fluoro, 

X" is hydrogen, hydroxy or fluoro, or X' and X" together form an oxo 
group; 

m is an integer equal to 0 or 1 ; 
n is an integer equal to 0, 1 or 2; 

/? is an integer equal to 0 or 1 such that when p is zero, the ring defined by 
W and -C(H)pC(=X)- is unsahirated at the carbon atom of ring attachment to Y 
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and when;? is one, the ring is samrated at the carbon atom of ring attachment 
to Y, 

with the following provisos: 

A. when is 3,5-difluorophenyI, R- is -CH3, Z is -CHzCCO)-, m is 1, n 
is 1, and/) is 1, then W, together with >CH and >C=X, does not form a 2- 
(S)-indanol group; 

B. when R' is phenyl, R^ is -CH3, Z is -CUjCiO)-, w is 1, /i is 1, and/7 is 
1, then W, together with >CH and >C=X, does not form a trans-2-hydroxy- 
cyclohex-l-yl group; 

C. when R' is phenyl, Z is -CHjCCO)-, m is 1, « is 0, and /? is 1, then W, 
together with >CH and >C=X, does not form a gammabutyrolactone group 
or a 5,5-dimethyl-gammabutyrolactone group; 

D. when R} is phenyl, Z is -CU.CiO)-, m is 1, is 0, and/? is 1, then W, 
together with >CH and >C=X, does not form a e-caproiactam group; 

E. when R^ is cyclopropyl, B? is -CH3, Z is -CK.CiO)-, w is 1, /? is 1, 
and /7 is 1, then W, together with >CH and >C=X, does not form an N- 
methylcaprolactam group; 

F. when R' is 4-chlorobenzoyl-CH2-, R" is -CH3, Z is -CHaCCO)-, m 
is 1, /z is 1, and /? is 1, then W, together with >CH and >C=X, does not 
form an 2,3-dihydro-l-methyl-5-phenyl-lH-l,4-benzodiazepin-2-one; 

G. when R' is 2-phenylphenyl, R- is -CH3, Z is -CH2C(0)-, m is 1, /i 
is 1, and /? is 1, then W, together with >CH and >C=X, does not form an 7- 
methyl-5,7-dihydro-6H-dibenz[b,d]azepin-6-one; 

H. when R» is CHsOCCOCHa-, R- is -CH3, Z is -CH2C(0)-, m is 1, n 
is 1, and /? is 1, then W, together with >CH and >C=X, does not form an 

2,3-dihydro-l-a-butylC(0)CH2-)-5-(2-pyridyl)-lH-l,4-benzodiazepin-2-one; 

I. when R> is 4-ethoxyphenyl, 2,4,6-trimethylphenyl, 4-phenylphenyl, 
CH30C(0)CH2-, 4-HOCH2-phenyl, 2,4,6-trifluorophenyl, 2-trifluoromethyl-4- 
fluorophenyl, or CH3S-, R^ is -CH3, Z is -CHjCCO)-. m is 1, /i is 1, and/? is 1, 
then W, together with >CH and >C=X, does not form a 2,3-dihydro-l-(iV,A^ 
diethylamino-CH2CH2-)-5-(2-pyridyl)-lH-l,4-benzodia2epin-2-one; 
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J. when is 2,6-difluorophenyl, is -CH3, Z is -CH(OH)C(0)-, m 
is 1, n is 1, and/? is 1, then W, together with >CH and >C=X, does not 

form a 23-dihydro-l-(iV,iV-diethylaniino-CH2CH^-)-5-(2-pyridyl)-.lH-l,4- 
benzodiazepin-2-one , 

5 K. when m is 1 and n is 1, then 




does not equal cycloalkyl of from 3 to 8 carbon atoms optionally substituted 
20 with 1 to 3 alkyl groups. 

2. A method for preventing the onset of AD in a human patient at risk 
for developing AD which method comprises administering to said patient a 
pharmaceutical composition comprising a pharmaceutically inert carrier and an 
25 effective amount of a compound or a mixture of compounds of formula I: 
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wherein R' is selected from the group consisting of alkyl, alkenyl, alkynyl, 
cycloaikyi, cycloalkenyl, substituted alkyl, substituted alkenyl, substituted 
alkynyl, substituted cycloaikyi, substituted cycloalkenyl, aryl, heteroaryl and 
heterocyclic; 

5 W, together with -C(H)pC(=X)-, forms a cycloaikyi, cycloalkenyl, 

heterocyclic, substituted cycloaikyi, or substituted cycloalkenyl group wherem 
each of said cycloaikyi, cycloalkenyl, heterocyclic, substituted cycloaikyi or 
substituted cycloalkenyl group is optionally ftised to form a bi- or multi-fused 
ring system (preferably no more than 5 fused rings) with one or more ring 

10 structures selected from the group consisting of cycloaikyi, cycloalkenyl, 
heterocyclic, aryl and heteroaryl group which, in turn, each of such ring 
structures are optionally substituted with 1 to 4 substituents selected from the 
group consisting of hydroxyl, halo, alkoxy, substimted alkoxy, thioalkoxy, 
substituted thioalkoxy, nitro, cyano, carboxyl, carboxyl esters, alkyl, substituted 

15 alkyl, alkenyl, substituted alkenyl, alkynyl, substituted alkynyl, amino, N- 

alkylamino, N,N-dialkylamino, N-substituted alkylamino, N-alkyl N-substituted 
alkylamino, N,N-disubstituted alkylamino, -NHC(0)R^ -NHS02R\ -C(0)NH2, 
-CCONHR-*, -C(0)NR*R^ -S(0)R^ -S(0)^R\ -S(0)3NHR'* and -SCO^NR^R^ 
where each R"* is independently selected from the group consisting of alkyl, 

20 substituted alkyl, or aryl; 

X is selected from the group consisting of oxo (=0), thiooxo (=S), 
hydroxyl (-H, -OH), thiol (H,-SH) and hydro (H,H); 
Y is represented by the formula: 



25 

R2 




O 



35 
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wherein each is independently selected from the group consisting of alkyl, 
substituted alkyl, alkenyl, substituted alkenyl, alkynyl, substituted alkynyl, 
cycloalkyl, aryl, heteroaryl and heterocyclic; 

Z is represented by the formula -T-CX'X"C(0)- where T is selected from 
the group consisting of a bond covalently linking to -CX'X''-, oxygen, 
sulfur, -NR^ where R^ is hydrogen, acyl, alkyl, aryl or heteroaryl group; 

X' is hydrogen, hydroxy or fluoro, 

X" is hydrogen, hydroxy or fluoro, or X' and X" together form an oxo 
group; 

m is an integer equal to 0 or 1; 
n is an integer equal to 0, 1 or 2; 

/? is an integer equal to 0 or 1 such that when p is zero, the ring defined by 
W and -C(H)pC(=X)~ is unsaturated at the carbon atom of ring attachment to Y 
and when/7 is one, the ring is saturated at the carbon atom of ring attachment 
to Y, 

with the following provisos: 

A. when R^ is 3,5-difluorophenyl, R^ is -CH3, Z is -CR.Cipy, mis 1, n 
is 1, and p is 1, then W, together with >CH and >C=X, does not form a 2- 
(S)-indanol group; 

B. when R^ is phenyl, R^ is -CH3, Z is -CH.CCO)-, m isl, n is 1, and p is 
1, then W, together with >CH and >C=X, does not form a trans-2-hydroxy- 
cyclohex-l-yl group; 

C. when R^ is phenyl, Z is -CH2C(0)-, m is 1, /z is 0, and p is 1, then W, 
together with >CH and >C==X, does not form a gammabutyrolactone group 
or a 5,5-dimethyl-gammabutyrolactone group; 

D. when R' is phenyl, Z is -CH2C(0)~, m is 1, n is 0, and/? is 1, then W, 
together with >CH and >C=X, does not form a e-caprolactam group; 

E. when R' is cyclopropyl, R^ is -CH3, Z is -CH2C(0)-, m is 1, /z is 1, 
and/? is 1, then W, together with >CH and >C=X, does not form an N- 
methylcaprolactam group; 
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F. when is 4-chlorobenzoyl-CH2-, is -CH3, Z is -CHzCCO)-, /n 
is 1, n is 1, and /? is 1, tiien W, together with >CH and >C=X, does not 
form an 2,3-dihydro-l-methyl-5-phenyl-lH-l,4-benzodiazepin-2-one; 

G. when R' is 2-phenyIphenyl, is -CH3, Z is -CHzCCO)-, mis 1, n 
5 is 1, and/? is 1, then W, together with >CH and >C=X, does not form an 7- 

methy 1-5 , 7-dihydro-6H-dibenz[b , d] azepin-6-one ; 

H. when R' is CHaOCCOCHa-, R^ is -CH3, Z is -CHaCCO)-, m isl,n 
is 1, and /» is 1, then W, together with >CH and >C=X, does not form an 

2 , 3-dihydro- 1 -(r-butylC(0)CH2-)-5-(2-py ridyl)- IH- 1 ,4-benzodiazepin-2-one; 

10 I. when R' is 4-ethoxyphenyU 2,4,6-trimethylphenyl, 4-phenylphenyl, 

CH30C(0)CH2-, 4-HOCH2-phenyl, 2,4,6-trifluorophenyl, 2-trifluoromethyl-4- 
fluorophenyl, or CH3S-, R^ is -CH3, Z is -CHzCCO)-, m is 1, n is 1, and/? is 1, 
then W, together with >CH and >C=X, does not form a 2,3-dihydro-l-(iV,//- 
diethylamino-CH2CH2-)-5-(2-pyridyl)- 1 H- 1 ,4-benzodiazepin-2-one; 

15 J. when R' is 2,6-difluorophenyI, R^ is -CH3, Z is -CH(OH)C(0)-, m 

is 1, n is 1, and p is 1, then W, together with >CH and >C=X, does not 

form a 2,3-dihydro-l-(A^,JV-diethylamino-CH2CH^-)-5-(2-pyridyl)-lH-l ,4- 
benzodiazepin-2-one , 

K. when m is 1 and n is 1, then 

20 



25 




30 X 

does not equal cycloalkyl of from 3 to 8 carbon atoms optionally substimted 
35 with 1 to 3 alky I groups. 
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3 . A method for treating a human patient with AD in order to inhibit 
further deterioration in the condition of that patient which method comprises 
administering to said patient a pharmaceutical composition comprising a 
pharmaceutically inert carrier and an effective amount of a compound or a 
5 mixture of compounds of formula I: 




wherein is selected from the group consisting of alkyl, alkenyl, alkynyl, 
cycloalkyl, cycloalkenyl, substituted alkyl, substituted alkenyl, substituted 
alkynyl, substituted cycloalkyl, substituted cycloalkenyl, aryl, heteroaryl and 

25 heterocyclic; 

W, together with -C(H)pC(=X)-, forms a cycloalkyl, cycloalkenyl, 
heterocyclic, substituted cycloalkyl, or substituted cycloalkenyl group wherein 
each of said cycloalkyl, cycloalkenyl, heterocyclic, substituted cycloalkyl or 
substituted cycloalkenyl group is optionally fused to form a bi- or multi-fused 

30 ring system (preferably no more than 5 fused rings) with one or more ring 
structures selected from the group consisting of cycloalkyl, cycloalkenyl, 
heterocyclic, aryl and heteroaryl group which, in turn, each of such ring 
structures are optionally substituted with 1 to 4 substituents selected from the 
group consisting of hydroxyl, halo, alkoxy, substituted alkoxy, thioalkoxy, 

35 substituted thioalkoxy, nitro, cyano, carboxyl, carboxyl esters, alkyl, substituted 
alkyl, alkenyl, substituted alkenyl, alkynyl, substituted alkynyl, amino, N- 



98/28268 



PCT/US97/22986 



- 749 - 

alkylamino, N,N-dialkylamino, N-substituted alkylamino, N-alkyl N-substituted 
alkylamino, N,N-disubstituted alkylamino, -NHC(0)R\ -NHS02R\ -C(0)NH2, 
-C(0)NHR^ -C(0)NR^R\ -S{0)R\ -SiOy^R", -S(0)J^HR* and -SCO^NR-R^ 
where each R"* is independently selected from the group consisting of alkyl, 
substituted alkyl, or aryl; 

X is selected from the group consisting of oxo (=0), thiooxo (=S), 
hydroxyl (-H, -OH), thiol (H,-SH) and hydro (H,H); 
Y is represented by the formula: 



R2 




O 



wherein each R^ is independently selected from the group consisting of alkyl, 
substimted alkyl, alkenyl, substituted aikenyl, alkynyl, substituted alkynyl, 
cycloalkyl, aryl, heteroaryl and heterocyclic; 

Z is represented by the formula -T-CX'X"C(0)- where T is selected from 
the group consisting of a bond covalently linking R^ to -CX'X"-, oxygen, 
sulfur, -NR^ where R^ is hydrogen, acyl, alkyl, aryl or heteroaryl group; 

X' is hydrogen, hydroxy or fluoro, 

X" is hydrogen, hydroxy or fluoro, or X' and X" together form an oxo 
group; 

m is an integer equal to 0 or 1 ; 
n is an integer equal to 0, 1 or 2; 

p is an mteger equal to 0 or 1 such that when p is zero, the ring defined by 
W and -C(H)pC(=X)- is unsamrated at the carbon atom of ring attachment to Y 
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and when p is one, the ring is saturated at the carbon atom of ring attachment 
to Y, 

with the following provisos: 

A. when is 3,5-difluorophenyl, is -CH3, Z is -CH2C(0)-, m \sl,n 
5 is 1, and;? is 1, then W, together with >CH and >C=X, does not form a 2- 

(S)-indanol group; 

B. when R' is phenyl, R^ is -CH3, Z is -CHaCCO)-, m is 1, is 1, and/7 is 
1, then W, together with >CH and >C=X, does not form a trans-2-hydroxy- 
cyclohex-l-yl group; 

10 C. when R' is phenyl, Z is -CH2C(0)-, m is 1, « is 0, and p is 1, then W, 

together with >CH and >C=X, does not form a gammabutyrolactone group 

or a 5,5-dimethyl-ganunabutyrolactone group; 

D. when R' is phenyl, Z is -CHaCCO)-, m is 1, n is 0, and/? is 1, then W, 

together with >CH and >C=X, does not form a c-caprolactam group; 
15 E. when R' is cyclopropyl, R^ is -CH3, Z is -CHjCCO)-, w is 1, n is 1, 

and /> is 1, then W, together with >CH and >C=X, does not form an N- 

methylcaprolactam group; 

F. when R' is 4-chlorobenzoyl-CH2-, is -CH3, Z is -CHjCCO)-, m 
is 1, /I is 1, and /7 is 1, then W, together with >CH and >C=X, does not 

20 form an 2,3-dihydro-l-methyl-5-phenyl-lH-l,4-benzodiazepin-2-one; 

G. when R' is 2-phenylphenyl, R^ is -CH3, Z is -CR^Cip)-, m is 1, « 
is 1, and /? is 1, then W, together with >CH and >C=X, does not form an 7- 
methyl-5,7-dihydro-6H-dibenz[b,d]azepin-6-one; 

H. when R» is CH30C(0)CH2-, R^ is -CH3, Z is -CH^CCO)-, m is 1, /i 
25 is 1, and/7 is 1, then W, together with >CH and >C=X, does not form an 

2,3-dihydro-l-(f-butylC(0)CH2-)-5-(2-pyridyl)-lH-l,4-benzodiazepin-2-one; 

I. when Ri is 4-ethoxyphenyl, 2,4,6-trimethylphenyl, 4-phenylphenyl, 
CH30C(0)CH2-, 4-HOCH2-phenyl, 2,4,6-trifluorophenyl, 2-trifluoromethyl-4- 
fluorophenyl, or CH3S-, R^ is -CH3, Z is -CHzCCO)-, m is 1, n is 1, and p is 1, 

30 then W, together with >CH and >C=X, does not form a 2,3-dihydro-l-(A/',iV- 
diethylamino-CH2CH^-)-5-(2-pyridyl)-lH-l,4-benzodiazepin-2-one; 
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J. when is 2,6-difluorophenyl, is -CH3, Z is -CH(OH)C(0)-, m 
is 1, n is 1, and p is 1, then W, together with >CH and >C=X, does not 

form a 23-dihydro-l-(A^,A^-diethylamino-CH2CH2-)-5-(2-pyridyl)-lH-l^ 
benzodiazepin-2-one , 
5 K. when m is 1 and n is 1, then 



10 



15 




does not equal cycloalkyl of from 3 to 8 carbon atoms optionally substituted 
20 with 1 to 3 alkyl groups. 

4. A method according to any of Claims 1, 2 or 3 where, in formula I, 
m is zero. 

25 5. A method according to Claim 4 wherein R^ is aryl or heteroaryl. 

6. A method according to Claim 5 wherein R^ is selected from the 
group consisting of 
(a) phenyl, 

30 (b) a substituted phenyl group of the formula: 



35 
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wherein R'= is selected from the group consisting of acyl, alkyl, alkoxy, 
alkylalkoxy, azido, cyano, halo, hydrogen, nitro, trihalomethyl, thioalkoxy, 
and wherein R" and R<= are fused to form a heteroaryl or heterocyclic ring with 
the phenyl ring wherem the heteroaryl or heterocyclic ring contains from 3 to 8 
atoms of which from 1 to 3 are heteroatoms independently selected from the 
group consisting of oxygen, nitrogen and sulfur 

R*" and R" are independently selected from the group consisting of 
hydrogen, halo, nitro, cyano, trihalomethyl, alkoxy, and thioalkoxy with the 
proviso that when R^ is hydrogen, then and R"' are either both hydrogen or 
both substituents other than hydrogen, 

(c) 2-naphthyl, 

(d) 2-naphthyl substituted at the 4, 5, 6, 7 and/or 8 positions with 1 to 5 
substiments selected from the group consisting alkyl, alkoxy, halo, cyano, nitro, 
trihalomethyl, thioalkoxy, aryl, and heteroaryl, 

(e) heteroaryl, and 

(0 substituted heteroaryl containing 1 to 3 substiments selected from the 
group consisting of alkyl, alkoxy, aryl, aryloxy, cyano, halo, nitro, heteroaryl, 
thioalkoxy, thioaryioxy provided that said substituents are not onho to the 
heteroaryl attachment to the -NH group. 

7. The method according to Claim 5 wherein R' is selected from the 
group consisting of mono-, di- and tri-substimted phenyl groups. 

8. The method according to Claim 7 wherein R' is a disubstimted 
phenyl selected from the group consisting of 3,5-dichlorophenyl, 3,5- 
difluorophenyl, 3,5-di(trifluoromethyl)-phenyl, 3,4-dichlorophenyl, 3,4- 
difluorophenyl, 3-(trifluoromethyl)-4-chlorophenyl, 3-chloro-4-cyanophenyl, 3- 
chloro-4-iodophenyl, and 3,4-methylenedioxyphenyl. 

9. The mefliod according to Claim 7 wherein R' is a monosubstimted 
phenyl selected from the group consisting of 4-a2idophenyl, 4-bromophenyl, 4- 
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chlorophenyl, 4-cyanophenyl, 4-ethylphenyl, 4-fluorophenyl, 4-iodophenyl, 4- 
(phenylcarbonyl)-phenyl, and 4-(l-ethoxy)ethyIphenyl. 

10. The method according to Claim 7 wherein R' is a trisubstituted 
phenyl selected from the group consisting of 3,4,5-trifluorophenyl and 3,4,5- 
trichlorophenyl. 

1 1 . The method according to Claim 5 wherein R' is selected from 2- 
naphthyl, quinolin-3-yl, 2-metiiylquinolin-6-yl, benzothiazol-6-yl, 5-indoIyl, and 
phenyl. 

12. A method according to any of Claims 1, 2 or 3 wherein m is one. 

13. A method accordmg to Claim 12 wherein R' is selected from the 
group consisting of phenyl, 1-naphthyl, 2-naphthyl, 2-chlorophenyl, 2- 
fluorophenyl, 2-bromophenyl, 2-hydroxyphenyl, 2-nitrophenyI, 2-methylphenyl, 
2-methoxyphenyl, 2-phenoxyphenyl, 2-trifluoromethylphenyl, 4-fluorophenyl, 4- 
chlorophenyl, 4-bromopheny 1, 4-nitrophenyl, 4-methylphenyl, 4-hydroxyphenyl, 
4-methoxy phenyl, 4-ethoxyphenyl, 4-butoxy phenyl, 4-wo-propylphenyl, 4- 
phenoxy phenyl, 4-trifluoromethylphenyl, 4-hydroxymethylphenyl, 3- 
methoxy phenyl, 3-hydroxyphenyl, 3-nitrophenyl, 3-fluorophenyl, 3- 
chlorophenyl, 3-bromophenyl, 3-phenoxyphenyl, 3-thiomethoxyphenyl, 3- 
methylphenyl, 3-trifluoromethylphenyl, 2,3-dichlorophenyl, 2,3-difluorophenyl, 
2,4-dichlorophenyl, 2,5-dunethoxyphenyl, 3,4-dichlorophenyl, 3,4- 
difluorophenyl, 3,4-methylenedioxyphenyl, 3,4-dimethoxyphenyl, 3,5- 
difluorophenyl, 3,5-dichlorophenyl, 3,5-di-(trifluoromethyl)phenyl, 3,5- 
dimethoxyphenyl, 2,4-dichlorophenyl, 2,4-difluorophenyl, 2,6-difluorophenyl, 

3.4.5- trifluorophenyl, 3,4,5-trimethoxyphenyl, 3,4,5-tri-(trifluoromethyl)phenyl, 

2.4.6- trifluorophenyl, 2,4,6-trimethylphenyl, 2,4,6-tri-(trifluoromethyl)phenyl, 
2,3,5-trifluorophenyl, 2,4,5-trifluorophenyl, 2,5-difluorophenyl, 2-fluoro-3- 
trifluoromethylphenyl, 4-fluoro-2-trifluoromethylphenyl, 2-fluoro-4- 
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trifluoromethylphenyl, 4-benzyloxyphenyl, 2-chioro-6-fluorophenyl, 2-fluoro-6- 
chlorophenyl, 2,3,4,5,6-pentafluorophenyl, 2,5-dimethylphenyl, 4- 
phenylphenyl, 2-fluoro-3-trifluoromethylphenyl, adamantyl, benzyl, 2- 
phenylethyl, 3-phenyl-n-propyl, 4-phenyl-«-butyl, methyl, ethyl, n-propyl, 
wo-propyl, wo-butyl, jec-butyl, tert-hutyl, w-pentyl, «o-valeryl, /z-hexyl, 
cyclopropyl, cyclobutyl, cyclohexyl, cyclopentyi, cyclopent-l-enyl, cyclopent-2- 
enyl, cyclohex-l-enyl, -CHz-cyclopropyl, -CHj-cyclobutyl, -CH2-cyclohexyl, 
-CH2-cyclopentyl, -CHjCHz-cyclopropyl, -CHjCHj-cyclobutyl, 
-CH2CH2-cyclohexyl, -CH2CH2-cyclopentyl, pyrid-2-yl, pyrid-3-yl, pyrid-4-yl, 
fluoropyridyls (including 5-fluoropyrid-3-yl), chloropyridyls (including 5- 
chloropyrid-3-yl), thien-2-yl, thien-3-yl, benzothiazol-4-yl, 2-phenylbenzoxazol- 
5-yl, ftiran-2-yl, benzofuran-2-yl, thionaphthen-2-yl, thionaphthen-3-yl, 
thionaphthen-4-yl, 2-chlorothiophen-5-yl, 3-methylisoxazol-5-yl, 
2-(thiophenyl)thien-5-yl, 6-methoxythionaphthen-2-yl, 3-phenyl- 1,2,4- 
thiooxadiazol-5-yl, 2-phenyloxazol-4-yl, indol-3-yl, l-phenyl-tetraol-5-yl, allyl, 
2-(cyclohexyl)ethyl, (CH3)2CH=CHCH2CH2CH(CH3)-, <^.C(0)CH2-, thien-2-yl- 
methyl, 2-(thien-2-yI)ethyl, 3-(thien-2-yl)-rt-propyl, 2-(4-nitrophenyl)ethyl, 
2-(4-methoxyphenyl)ethyl, norboran-2-yl, (4-methoxyphenyl)methyl, (2- 
methoxyphenyl)methyl, (3-methoxyphenyl)methyl, (3-hydroxyphenyl)methyl, 
(4-hydroxyphenyl)methy 1, (4-methoxypheny l)methy 1 , (4-methy Ipheny l)methy 1 , 
(4-fluorophenyl)methyl, (4-fluorophenoxy)methyl, (2,4-dichlorophenoxy)ethyl, 
(4-chlorophenyl)methyl, (2-chlorophenyl)methyl, (l-phenyl)ethyl, (l-(p- 
chlorophenyl)ethyl, (l-trifluoromethyl)ethyl, (4-methoxypheny l)ethyl, 
CH30C(0)CH2-, benzylthiomethyl, 5-(methoxycarbonyl)-/i-pentyI, 3- 
(methoxycarijonyl)-n-propyl, indan-2-yl, (2-methylbenzofuran-3-yl), 
methoxymethyl, CH3CH=CH-, CH3CH2CH=CH-, (4-chlorophenyl)C(0)CH2-, 
(4-fluorophenyl)C(0)CH2-, (4-methoxyphenyl)C(0)CH2-, 4-(fluorophenyl)- 
NHC(0)CH2-, 1-phenyl-rt-butyl, (</>)2CHNHC(0)CH2CH2-, (CH3)2NC(0)CH2-, 
(<^)2CHNHC(0)CH2CH2-, methylcarbonylmethyl, (2,4- 
dimethylphenyl)C(0)CH2-, 4-methoxyphenyl-C(0)CH2-, phenyl-C(0)CH2-, 
CH3C(0)N(<^)-, ethenyl, methylthiomethyl, (CH3)3CNHC(0)CH2-, 
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4-fluorophenyl-C(0)CH2-, diphenylmethyl, phenoxymethyl, 3,4- 
methyienedioxyphenyl-CH2-, benzo[b]thiophen-3-yl, (CH3)3COC(0)NHCH2-, 
rraAij-styryl, H2NC(0)CH2CH2-, 2-trifluoromethylphenyl-C(0)CH2, 
0C(O)NHCH(«/>)CH2-, mesityl, CH3CH(=NHOH)CH2-, 4-CH3-<^- 
NHC(0)CH2CH2-, </)C(O)CH(0)CH2-, (CH3)2CHC(0)NHCH(«^)-, 
CH3CH2OCH2-, CH30C(0)CH(CH3)(CH2)3-, 2,2,2-trifluoroethyl, 
l-(trifluoromethyl)ethyl, 2-CH3-benzofuran-3-yl, 2-(2,4-dichlorophenoxy)ethyl, 
«^>S02CH2-, 3-cycIohexyl-n-propyl, CF3CH2CH2CH2- and N-pyrrolidinyl. 

14. A method according to any of Claims 1, 2 or 3 where n is one or 
two, and each is independently selected from the group consisting of alkyl, 
substituted alkyl, alkenyl, cycloalkyl, aryl, heteroaryl and heterocyclic. 

15. The method according to Claim 14 wherein R- is selected from the 
group consisting of methyl, ethyl, /i-propyl, wo-propyl, w-butyl, wo-butyl, 
sec-butyl r^AT-butyl, -CH2CH(CH2CH3)2, 2-methyl-«-butyl, 6-fluoro-/i-hexyl, 
phenyl, benzyl, cyclohexyl, cyclopentyl, cycloheptyl, allyl, wo-but-2-enyl, 
3-methylpentyl, -CH2-cyclopropyl, -CH2-cyclohexyl, -CH2CH2-cyclopropyl, 
-CH2CH2-cyclohexyl, -CH2-indol-3-yl, ;?-(phenyl)phenyl, o-fluorophenyl, 
m-fluorophenyl, p-fluorophenyl, w-methoxyphenyl, /7-methoxy phenyl, 
phenethyl, benzyl, m-hydroxybenzyl, p-hydroxy benzyl, p-nitrobenzyl, 
m-trifluoromethylphenyl, /?-(CH3)2NCH2CH2CH20-benzyl, 
;?-(CH3)3COC(0)CH20-benzyl, /7-(HOOCCH20)-benzyl, 2-aminopyrid-6-yl, 
;7-(N-morpholino-CH2CH20)-benzyl, -CH2CH2C(0)NH2, -CH2-imidazol-4-yl, 
-CH2-(3-tetrahydrofuranyl), -CH2-thiophen-2-yl, -CH2(l-methyl)cyclopropyl, 
-CH2-thiophen-3-yl, thiophen-3-yl, thiophen-2-yl, -CH2-C(0)0-r-butyl, 
-CH2-C(CH3)3, -CH2CH(CH2CH3)2, 2-methylcyclopentyl, cyclohex-2-enyl, 
-CH[CH(CH3)2]COOCH3, -CH2CH2N(CH3)2, -CH2C(CH3)=CH2, 
-CH2CH=CHCH3 (cis and trans), -CH2OH, -CH(OH)CH3, -CH(0-r-butyl)CH3, 
-CH2OCH3, -(CH2)4NH-Boc, -(CH2)4NH2, -CHz-pyridyl, pyridyl. 
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-CHa-naphthyl, -CHj-CN-morpholino), />-(N-morphoiino-CH2CH20)-benzyl, 
benzo[b]thiophen-2-yl, 5-chlorobenzo[b]thiophen-2-yl, 4,5,6,7- 
tetrahydrobenzo[b]thiophen-2-yl, benzo[b]thiophen-3-yl, 5- 
chlorobenzo[b]thiophen-3-yl, benzo[b]thiophen-5-yl, 6-methoxynaphth-2-yl, 
-CH2CH2SCH3, thien-2-yl, thien-3-yl, and the like. 



10 



16. A method according to any of Claims 1, 2 or 3 wherein the cyclic 
groups defined by W and -C(H)pC(=X)- is selected from the group consisting 
of lactones, lactams, thiolactones, thiolactams, heterocyclic and cycloalkyl 
groups. 



15 



17. The method according to Claim 16 wherein the cyclic group defined 
by W and -C(H)pC(=X)-, forms a lactam or thiolactam ring of the formula: 



20 



25 



C(H), 




O 



NR20 



30 



35 



or 



C(H), 




NR20 



40 
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wherein is zero or one, T is selected from the group consisting of alkylene, 
substituted alkylene, alkenylene, substituted alkenylene, -(R2^Z)qR2r and -ZR^^- 
where Z is a substituent selected from the group consisting of -0-, -S- and 
>NR^®, each R^^ is independently selected from the group consisting of alley 1, 
5 alkenyl, alkynyl, cycloalkyl, cycloalkenyl, substituted alkyl, substituted alkenyl, 
substituted allqrnyl, aryl, heteroaryi and heterocyclic, each R^Ms independently 
alkylene, substituted alkylene, alkenylene and substituted alkenylene with the 
proviso that when Z is -O- or -S-, any unsaturation in the alkenylene and 
substituted alkenylene does not involve participation of the -O- or -S-, and q is 
10 an integer of from 1 to 3. 

18. The method according to Claim 17 wherein the lactam ring is 
selected from the group consisting of 



(V)t 



20 




O 

O 



25 




30 
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10 



15 



20 



25 



wherein A-B is selected from the group consisting of alkylene, alkenylene, 
substituted alkylene, substituted alkenylene and -N=CH-; Q' is oxygen or 
sulfur; each V is independently selected from the group consisting of hydroxy, 
acyl, acyloxy, alkyl, substituted alkyl, alkoxy, substituted alkoxy, alkenyl, 
substituted alkenyl, alkynyl, substituted alkynyl, amino, aminoacyl, alkaryl, 
aryl, aryloxy, carboxyl, carboxylalkyl, cyano, halo, nitro, heteroaryl, 
thioalkoxy, substituted thioalkoxy, trihalomethyl and the like; is selected 
from the group consisting of alkyl, substituted alkyl, alkoxy, substituted alkoxy, 
amino, carboxyl, carboxyl alkyl, cyano, halo, and the like; is selected from 
the group consisting of alkyl, substituted alkyl, alkenyl, substituted alkenyl, 
alkynyl, substituted alkynyl, acyl, aryl, heteroaryl, heterocyclic, and the like; 
R'^ is selected from the group consisting of alkyl, substituted alkyl, alkenyl, 
substituted alkenyl, aryl, heteroaryl, heterocyclic, cycloalkyl, and substituted 
cycloalkyl; t is an integer from 0 to 4; r' is an integer from 0 to 3; and w is an 
integer from 0 to 3. 

19. The method according to Claim 16 wherein the cyclic group defined 
by W, together with -C(H)pC(=X)- is a ring of the formula: 




OH 
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or 




15 



wherein p is zero or one, T is selected from the group consisting of alkylene, 
substituted alkylene, alkenyiene, substituted alkenylene, -(R'^Z)qR2i- and -ZR^^- 
where Z is a substituent selected from the group consisting of -0-, -S- and 

20 > NR^°, each R^^ is independently selected from the group consisting of alkyl, 
alkenyl, alkynyl, cycloalkyl, cycloalkenyl, substituted alkyl, substituted alkenyl, 
substituted alkynyl, aryl, heteroaryl and heterocyclic, each R^^ is independently 
alkylene, substituted alkylene, alkenylene and substituted alkenylene with the 
proviso that when Z is -O- or -S-, any unsaturation in the alkenylene and 

25 substituted alkenylene does not involve participation of the -O- or -S-, and q is 
an integer of from 1 to 3 . 
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20. The method according to Claim 19 wherein the alcohol or thiol 
substituted groups is selected from the group consisting of 

(V)t 




wherein each V is independently selected from the group consisting of hydroxy, 
20 acyl, acyloxy, alkyl, substituted alkyl, alkoxy, substituted alkoxy, alkenyl, 
substituted alkenyl, alkynyl, substituted alkynyl, amino, aminoacyl, alkaryl, 
aryl, aryioxy, carboxyl, carboxylalkyl, cyano, halo, nitro, heteroaryl, 
thioalkoxy, substituted thioalkoxy, trihalomethyl and the like; is selected 
from the group consisting of alkyl, substituted alkyl, alkoxy, substituted alkoxy, 
25 amino, carboxyl, carboxyl alkyl, cyano, halo, and the like; t is an integer from 
0 to 4; and w is an integer from 0 to 3. 



30 



21. The method accordmg to Claim 16 wherein the cyclic group defined 
by W, together with -C(H)pC(=X)-, forms a ring of the formula: 
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5 




wherein/? is zero or one, T is selected from the group consisting of alkylene, 
15 substituted alkylene, alkenylene, substituted alkenylene, -(R^^Z^R^r and -ZR^^- 
where Z is a substituent selected from the group consisting of -0-, -S- and 
>NR^*^, each R^^ is independently selected from the group consisting of alkyl, 
alkenyl, alkynyl, cycloalkyl, cycloalkenyl, substituted alkyl, substituted alkenyl, 
substituted alkynyl, aryl, heteroaryl and heterocyclic, each R^^ is independently 
20 alkylene, substituted alkylene, alkenylene and substituted alkenylene with the 
proviso that when Z is -O- or -S-, any unsaturation in the alkenylene and 
substituted alkenylene does not involve participation of the -O- or -S-, and q is 
an integer of from 1 to 3. 

25 22. The method according to Claim 16 wherein the cyclic group defined 

by W, together with -C(H)pC(=X)-, forms a ring of the formula: 




40 
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wherein p is zero or one, T is selected from the group consisting of alkylene, 
substituted alkylene, alkenylene, substituted alkenylene, -(R^^Z)qR2r and -ZR^^- 
where Z is a substituent selected from the group consisting of -0-, -S- and 
> NR^^, each R^^ is independently selected from the group consisting of alkyl, 
5 alkenyl, alkynyl, cycloalkyl, cycloalkenyl, substituted alkyl, substituted alkenyl, 
substituted alkynyl, aryl, heteroaryl and heterocyclic, each R^^ is independently 
alkylene, substituted alkylene, alkenylene and substituted alkenylene with the 
proviso that when Z is -O- or -S-, any unsaturation in the alkenylene and 
substituted alkenylene does not involve participation of the or -S-, and q is 
10 an integer of from 1 to 3. 



23 . The method according to Claim 22 wherein the compound of 
formula I is selected from the group consisting of 

15 




wherein each V is independently selected from the group consisting of hydroxy, 
acyl, acyloxy, alkyl, substituted alkyl, alkoxy, substimted alkoxy, alkenyl, 
substituted alkenyl, alkynyl, substituted alkynyl, ammo, aminoacyl, alkaryl, 
30 aryl, aryloxy, carboxyl, carboxylalkyl, cyano, halo, nitro, heteroaryl, 

thioalkoxy, substituted thioalkoxy, trihalomethyl and the like; R^ is selected 
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from the group consisting of alkyl, substituted alkyl, alkoxy, substituted alkoxy, 
amino, carboxyl, carboxyl alkyl, cyano, halo, and the like; t is an integer from 
0 to 4; and w is an integer from 0 to 3. 

5 24. The method according to Claim 16 wherein the cyclic group defined 

by W, together with -C(H)pC(=X)-, forms a ring of the formula: 




O 



wherein p is zero or one, T is selected from the group consisting of alkylene, 
substituted alkylene, alkenylene, substituted alkenylene, -(R^^Z)qR2r and -ZR^^- 

25 where Z is a substituent selected from the group consisting of -0-, -S- and 

>NR^^, each R^° is independently selected from die group consisting of alkyl, 
alkenyl, alkynyl, cycloalkyl, cycloalkenyl, substituted alkyl, substituted alkenyl, 
substituted alkynyl, aryl, heteroaryl and heterocyclic, each R^^ is independently 
alkylene, substituted alkylene, alkenylene and substituted alkenylene with the 

30 proviso that when Z is -O- or -S-, any unsaturation in the alkenylene and 

substituted alkenylene does not involve participation of the -O- or -S-, and q is 
an integer of from 1 to 3. 

25. The method according to Claim 16 wherein the cyclic group defined 
35 by W, together with -C(H)pC(=X)-, forms a ring of the formula: 
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5 



10 




S 



15 

wherein p is zero or one, T is selected from the group consisting of alkylene, 
substituted alkylene, alkenylene, substituted alkenylene, -{^^Z)^2r and -ZR^^- 
where Z is a substituent selected from the group consisting of -0-, -S- and 
>NR^^, each is independently selected from the group consisting of alkyl, 

20 alkenyl, alkynyl, cycloalkyl, cycloalkenyl, substituted alkyl, substituted alkenyl, 
substituted alkynyl, aryl, heteroaryl and heterocyclic, each R^^ is independently 
alkylene, substituted alkylene, alkenylene and substituted alkenylene with the 
proviso that when Z is -O- or -S-, any unsaturation in the alkenylene and 
substituted alkenylene does not involve participation of the -O- or -S-, and q is 

25 an integer of from 1 to 3. 

26. The method according to Claim 16 wherein the cyclic group defined 
by W, together with -C(H)pC(=X)-, forms a ring of the fomiula: 

30 



35 




40 
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wherein p is zero or one, T is selected from the group consisting of alkylene, 
substituted alkylene, alkenylene, substituted alkenylene, -(R2'Z)^2i- and -ZR^'- 
where Z is a substituent selected from the group consisting of -0-, -S- and 
>NR^", each R^^ is independently selected from the group consisting of alkyl, 
5 alkenyl, alkynyl, cycloalkyl, cycloalkenyl, substituted alkyl, substimted alkenyl, 
substimted alkynyl, aryl, heteroaryl and heterocyclic, each R^* is independently 
alkylene, substimted alkylene, alkenylene and substimted alkenylene with the 
proviso that when Z is -O- or -S-, any unsaturation in the alkenylene and 
substimted alkenylene does not involve participation of the -O- or -S-, and q is 
10 an integer of from 1 to 3. 

27. The method according to Claim 16 wherein the cyclic group defined 
by W, together with -C(H)pC(=X)-, forms a ring of the formula: 

15 



20 




O 

25 

wherein p is zero or one, T is selected from the group consisting of alkylene, 
substimted alkylene, alkenylene, substimted alkenylene, -(R2'Z),R2i- and -ZR^'- 

30 where Z is a substiment selected from the group consisting of -0-, -S- and 

>NR2'', each R^^ is independently selected from the group consisting of alkyl, 
alkenyl, alkynyl, cycloalkyl, cycloalkenyl, substimted alkyl, substimted alkenyl, 
substimted alkynyl, aryl, heteroaryl and heterocyclic, each R^' is independently 
alkylene, substimted alkylene, alkenylene and substimted alkenylene with the 

35 proviso that when Z is -O- or -S-, any unsaturation in the alkenylene and 
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substituted alkenylene does not involve participation of the -O- or -S-, and q is 
an integer of from 1 to 3 . 

28. The method according to Claim 27 wherein the compound of 
5 formula I is selected from the group consisting of: 




20 



25 



29. The method according to Claim 16 wherein the cyclic group defined 
by W, together with -C(H)pC(=X)-, forms a ring of the formula: 
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15 wherein p is zero or one, T is selected from the group consisting of alkylene, 
substituted alkylene, alkenylene, substituted alkenylene, -(S}^Z)^2\- and -ZR^'- 
where Z is a substituent selected from the group consisting of -0-, -S- and 
>NR^°, each R^" is independently selected from the group consisting of alkyl, 
alkenyl, alkynyl, cycloalkyl, cycloalkenyl, substituted alkyl, substituted alkenyl, 

20 substituted alkynyl, aryl, heteroaryl and heterocyclic, each R^' is independently 
alkylene, substimted alkylene, alkenylene and substituted alkenylene with the 
proviso that when Z is -O- or -S-, any unsaturation in the alkenylene and 
substimted alkenylene does not involve participation of the -O- or -S-, and q is 
an integer of from 1 to 3. 



25 



30 



30. The method according to Claim 16 wherein the cyclic group defined 
by W, together with -C(H)pC(=X)-, forms a ring of the formula: 



C(H), 



35 



40 
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wherein p is zero or one, T is selected from the group consisting of aUgrlene, 
substituted allcyiene, aikenylene, substituted alkenylene, -(R2*Z)_R,i- and -ZR^'- 
where Z is a substituent selected from the group consisting of -0-, -S- and 
> NR^°, each is independently selected from the group consisting of alkyl, 
5 alkenyl, alkynyl, cycloalkyl, cycloalkenyl, substituted alkyl, substituted alkenyl, 
substituted alkynyl, aryl, heteroaryl and heterocyclic, each R^* is independently 
alkylene, substituted alkylene, alkenylene and substituted alkenylene with the 
proviso that when Z is -O- or -S-, any unsaturation in the alkenylene and 
substituted alkenylene does not involve participation of the -O- or -S-, and q is 
10 an integer of from 1 to 3. 



15 



31. The method according to Claim 16 wherein the cyclic group defined 
by W, together with -C(H)pC(=X)-, forms a ring of the formula: 



20 



25 



C(H), 




CH 



NR20R20 



wherein p is zero or one, T is selected from the group consisting of alkylene, 
substituted allq'lene, alkenylene, substituted alkenylene, -(R2'Z)qR2i- and -ZR^'- 
where Z is a substituent selected from the group consisting of -0-, -S- and 
>NR^°, each R^° is independently selected from the group consisting of alkyl, 
alkenyl, alkynyl, cycloalkyl, cycloalkenyl, substituted alkyl, substituted alkenyl, 
substituted alkynyl, aryl, heteroaryl and heterocyclic, each R^^ is independently 
alkylene, substituted alkylene, alkenylene and substimted alkenylene with the 
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proviso that when Z is -O- or -S-, any unsaturation in the alkenylene and 
substituted alkenylene does not involve participation of the -O- or -S-, and q is 
an integer of from 1 to 3. 

32. A pharmaceutical composition comprising a pharmaceutically inert 
carrier and a pharmaceutically effective amount of a compound of formula I: 



10 




I 



wherein is selected from the group consisting of alkyl, alkenyl, alkynyl, 
cycloalkyl, cycloalkenyl, substimted alkyl, substitoted alkenyl, substimted 
alkynyl, substimted cycloalkyl, substimted cycloalkenyl, aryl, heteroaryl and 
heterocyclic; 

W, together with -C(H)pC(=X)-, forms a cycloalkyl, cycloalkenyl, 
heterocyclic, substitoted cycloalkyl, or substimted cycloalkenyl group wherein 
each of said cycloalkyl, cycloalkenyl, heterocyclic, substitoted cycloalkyl or 
substitoted cycloalkenyl group is optionally fused to form a bi- or multi-fused 
ring system (preferably no more than 5 fused rings) with one or more ring 
structores selected from the group consisting of cycloalkyl, cycloalkenyl, 
heterocyclic, aryl and heteroaryl group which, in torn, each of such ring 
structures are optionally substitoted with 1 to 4 substitoents selected from the 
group consisting of hydroxyl, halo, alkoxy, substitoted alkoxy, thioalkoxy, 
substitoted thioalkoxy, nitro, cyano, carboxyl, carboxyl esters, alkyl, substitoted 
alkyl, alkenyl, substitoted alkenyl, alkynyl, substitoted alkynyl, amino, N- 
alkylamino, N,N-dialkylamino, N-substitoted alkylamino, N-alkyl N-substitoted 
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alkylamino, N,N-disubstituted alkylamino, -NHC(0)R\ -NHSOaR^, -C(0)NH2, 
-C(0)NHR^ -C(0)NR^R\ ^S(0)R\ -S(0)2R\ -S(0)2NHR^ and -S(0)2NR^R^ 
where each R"* is independently selected from the group consisting of alkyl, 
substituted alkyl, or aryl; 

X is selected from the group consisting of oxo (=0), thiooxo (=S), 
hydroxyl (-H, -OH), thiol (H,-SH) and hydro (H,H); 
Y is represented by the formula: 



10 



15 



R2 



^NH 

C 
O 



20 wherein each R^ is independently selected from the group consisting of alkyl, 
substituted alkyl, alkenyl, substituted alkenyl, alkynyl, substituted alkynyl, 
cycloalkyl, aryl, heteroaryl and heterocyclic; 

Z is represented by the formula -T-CX'X"C(0)- where T is selected from 
the group consisting of a bond covalently linking R^ to -CX'X"-, oxygen, 
25 sulfur, -NR^ where R^ is hydrogen, acyl, alkyl, aryl or heteroaryl group; 

X' is hydrogen, hydroxy or fluoro, 

X" is hydrogen, hydroxy or fluoro, or X' and X" together form an oxo 
group; 

m is an integer equal to 0 or 1 ; 
30 n is an integer equal to 0, 1 or 2; 

/? is an integer equal to 0 or 1 such that when p is zero, the ring defined by 
W and -C(H)pC(=X)- is unsaturated at the carbon atom of ring attachment to Y 
and when p is one, the ring is saturated at the carbon atom of ring attachment 
to Y, 

35 with the following provisos: 
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A. when is 3,5-difluorophenyl, is -CHj, Z is -CHaCCO)-, m is 1, n 
is 1, and /7 is 1, then W, together with >CH and >C=X, does not form a 2- 
(S)-indanol group; 

B. when R' is phenyl, R^ is -CH3, Z is -CHjCCO)-, m is 1, « is 1, and/? is 
5 1, then W, together with >CH and >C=X, does not form a trans-2-hydroxy- 

cyclohex-l-yl group; 

C. when R^ is phenyl, Z is -CHzCCO)-, m is 1, w is 0, and p is 1, then W, 
together with >CH and >C=X, does not form a gammabutyrolactone group 
or a 5,5-dimethyl-gammabutyrolactone group; 

10 D. when R^ is phenyl, Z is -CH2C(0)-, m is 1, « is 0, and;? is 1, then W, 

together with >CH and >C=X, does not form a e-caprolactam group; 

E. when R' is cyclopropyl, R^ is -CH3, Z is -CHaCCO)-, m is 1, « is 1, 
and/? is 1, then W, together with >CH and >C=X, does not form an N- 
methylcaprolactam group; 

15 F. when R' is 4-chlorobenzoyl-CH2-, is -CH3, Z is -CHjCCO)-, m 

is 1, n is 1, and/7 is 1, then W, together with >CH and >C=X, does not 
form an 2,3-dihydro-l-methyl-5-phenyl-lH-l,4-benzodiazepin-2-one; 

G. when R^ is 2-phenylphenyl, R^ is -CH3, Z is -CH2C(0)-, m is 1, « 
is 1, and/? is 1, then W, together with >CH and >C=X, does not form an 7- 

20 methyl-5,7-dihydro-6H-dibenz[b,d]azepin-6-one; 

H. when R' is CHaOCCOCHz-, R^ is -CH3, Z is -CHzCCO)-, m is 1, n 
is 1, and/? is 1, then W, together with >CH and >C=X, does not form an 
2,3-dihydro-l-(r-butylC(0)CH2-)-5-(2-pyridyl)-lH-l,4-benzodiazepin-2-one; 

I. when R^ is 4-ethoxyphenyl, 2,4,6-trimethylphenyl, 4-phenylphenyl, 
25 CH30C(0)CH2-, 4-HOCH2-phenyl, 2,4,6-trifluorophenyl, 2-trifluQromethyl-4- 

fluorophenyl, or CH3S-, R^ is -CH3, Z is -CH2C(0)-, w is 1, n is 1, and /? is 1, 
then W, together with >CH and >C=X, does not form a 2,3-dihydro-l-(iV,iV- 
diethyIamino-CH2CH2-)-5-(2-pyridyl)-lH-l,4-benzodiazepin-2-one; 

J. when R' is 2,6-difluorophenyl, R^ is -CH3, Z is -CH(OH)C(0)-, m 
30 is 1, « is 1, and/? is 1, then W, together with >CH and >C=X, does not 
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form a 23-dihydro-l-(MA^-diethylamino-CH2CH^-)-5-(^ 
benzodiazepin-2-one , 

K. when m is 1 and is 1, then 

5 



10 




X 

15 



does not equal cycloalkyl of from 3 to 8 carbon atoms optionally substituted 
20 with 1 to 3 alkyl groups. 

33. The pharmaceutical composition according to Claim 32 where, in 
formula I, m is zero. 

25 34. The pharmaceutical composition according to Claim 33 wherein 

is aryl or heteroaryl, 

35 . The pharmaceutical composition according to Claim 34 wherein 
is selected from the group consisting of 
30 (a) phenyl, 
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(b) a substituted phenyl group of the formula: 




R" 



wherein is selected from the group consisting of acyl, alkyl, alkoxy, 
alkylalkoxy, azido, cyano, halo, hydrogen, nitro, trihalomethyl, thioalkoxy, 
and wherein R'' and are fused to form a heteroaryl or heterocyclic ring with 
the phenyl ring wherein the heteroaryl or heterocyclic ring contains from 3 to 8 
atoms of which from 1 to 3 are heteroatoms independently selected from the 
group consisting of oxygen, nitrogen and sulfur 

R'' and R''' are independently selected from the group consisting of 
hydrogen, halo, nitro, cyano, trihalomethyl, alkoxy, and thioalkoxy with the 
proviso that when R= is hydrogen, then R" and R"' are either both hydrogen or 
both substituents other than hydrogen, 

(c) 2-naphdiyl, 

(d) 2-naphthyi substitoted at the 4, 5, 6, 7 and/or 8 positions with 1 to 5 
substiments selected from the group consisting alkyl, alkoxy, halo, cyano, nitro, 
trihalomethyl, thioalkoxy, aryl, and heteroaryl, 

(e) heteroaryl, and 

(f) substituted heteroaryl containing 1 to 3 substituents selected from the 
group consisting of alkyl, alkoxy, aryl, aryloxy, cyano, halo, nitro,' heteroaryl, 
thioalkoxy, thioaryloxy provided that said substituents are not ortho to the 
heteroaryl attachment to the -NH group. 
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36. The pharmaceutical composition according to Claim 32 wherein 
is selected from the group consisting of mono-, di- and tri-substituted phenyl 
groups. 

37. The pharmaceutical composition according to Claim 36 wherein 
is a disubstituted phenyl selected from the group consisting of 3,5- 
dichlorophenyl, 3,5-difluorophenyl, 3,5-di(trifluoromethyl)-phenyl, 3,4- 
dichlorophenyl, 3,4-difluorophenyl, 3-(trifluoromethyl)-4-chlorophenyl, 3- 
chIoro-4-cyanophenyl, 3-chloro-4-iodophenyl, and 3,4-methylenedioxyphenyL 

38. The pharmaceutical composition according to Claim 36 wherein R^ 
is a monosubstituted phenyl selected from the group consisting of 
4-azidophenyl, 4-bromophenyl, 4-chlorophenyl, 4-cyanophenyl, 4-ethylphenyl, 
4-fluorophenyl, 4-iodophenyl, 4-(phenylcarbonyl)-phenyl, and 4-'(l- 

ethoxy )ethy Ipheny 1 . 

39. The pharmaceutical composition according to Claim 36 wherein R^ 
is a trisubstituted phenyl selected from the group consisting of 3,4,5- 
trifluorophenyl and 3,4,5-trichlorophenyl. 

40. The pharmaceutical composition according to Clahn 32 wherein R^ 
is selected from 2-naphthyl, quinolin-3-yl, 2-methylquinolin-6-yl, benzothiazol- 
6-yl, 5-indolyl, and phenyl. 

41. The pharmaceutical composition according to any of Claim 32 
wherein m is one. 

42. The pharmaceutical composition according to Claim 41 wherein R^ 
is selected from the group consisting of phenyl, 1-naphthyl, 2-naphthyl, 
2-chlorophenyl, 2-fluorophenyl, 2-bromophenyl, 2-hydroxy phenyl, 
2-nitrophenyl, 2-methy Ipheny 1, 2-methoxyphenyl, 2-phenoxy phenyl. 
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2- trifluoromethylphenyl, 4-fluorophenyl, 4-chlorophenyl, 4-bromophenyl, 
4-mtrophenyl, 4-methylphenyl, 4-hydroxyphenyl, 4-methoxyphenyl, 
4-ethoxyphenyl, 4-butoxyphenyl, 4-/5o-propylphenyl, 4-phenoxyphenyl, 
4-trifluoromethylphenyl, 4-hydroxymethylphenyl, 3-methoxyphenyl, 

3- hydroxyphenyl, S-nitrophenyl, 3-fluorophenyl, 3-chlorophenyl, 
3-bromophenyl, 3-phenoxyphenyl, 3-thiomethoxyphenyl, 3-methylphenyl, 

3- trifluoromethylphenyl, 2,3-dichlorophenyl, 2,3-difluorophenyl, 2,4- 
dichlorophenyl, 2,5-dimethoxyphenyl, 3,4-dichIorophenyl, 3,4-difluorophenyl, 

3.4- methylenedioxyphenyl, 3,4-dimethoxyphenyl, 3,5-difluorophenyl, 

3.5- dichlorophenyl, 3,5-di-(trifluoromethyl)phenyl, 3,5-dimethoxyphenyl, 
2,4-dichlorophenyl, 2,4-difluorophenyI, 2,6-difluorophenyl, 3,4,5- 
trifluorophenyl, 3 ,4,5-trimethoxyphenyl , 3 ,4,5-tri-(trifluoromethyl)phenyl, 
2,4, 6-trifluoropheny 1 ,2,4, 6-trimethy Ipheny 1 , 2 ,4, 6-tri-(trifluoromethyl)pheny 1 , 
2,3,5-trifluorophenyl, 2,4,5-trifluorophenyl, 2,5-difluorophenyl, 2-fluoro-3- 
trifluoromethy Ipheny 1, 4-fluoro-2-trifluoromethy Ipheny 1, 2-fluoro-4- 
trifluoromethy Ipheny 1, 4-benzyloxyphenyl, 2-chloro-6-fluorophenyl, 2-fluoro-6- 
chlorophenyl, 2,3,4,5,6-pentafluorophenyl, 2, 5-dimethy Ipheny 1, 

4- phenylphenyl, 2-fluoro-3-trifluoromethylphenyl, adamantyl, benzyl, 
2-phenylethyl, 3-phenyl-n-propyl, 4-phenyl-«-butyl, methyl, ethyl, /i-propyl, 
wo-propyl, /j<?-butyl, ^ec-butyl, fe/t-butyl, w-pentyl, wo-valeryl, /i-hexyl, 
cyclopropyl, cyclobutyl, cyclohexyl, cyclopentyl, cyclopent-l-enyl, cyciopent-2 
enyl, cyclohex-l-enyl, -CHz-cyclopropyi, -CHj-cyclobutyl, -CHz-cyclohexyl, 
-CH2-cyclopentyl, -CHzCHa-cyclopropyl, -CHjCHi-cyclobutyl, 
-CHzCH^-cyclohexyl, -CHjCHz-cyclopentyl, pyrid-2-yl, pyrid-3-yl, pyrid-4-yl, 
fluoropyridyls, chloropyridyls, thien-2-yl, thien-3-yl, benzothiazol-4-yi, 
2-phenylbenzoxazol-5-yl, furan-2-yl, benzofuran-2-yl, thionaphthen-2-yl, 
thionaphthen-3-yl, thionaphthen-4-yl, 2-chlorothiophen-5-yl, 3-methylisoxazol-5 
yl, 2-(thiophenyl)thien-5-yl, 6-methoxythionaphthen-2-yl, 3-phenyl-l,2,4- 
thiooxadiazol-5-yl, 2-phenyloxazol-4-yl, indol-3-yl, l-phenyl-tetraol-5-yl, allyl, 
2-(cyclohexyl)ethyl, (CH3)2CH=CHCH2CH2CH(CH3)-, 0C(O)CH2-, thien-2-yl- 
methyl, 2-(thien-2-yl)ethyl, 3-(thien-2-yl)-/z-propyl, 2-(4-nitrophenyl)ethyl, 
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2- (4-methoxyphenyl)ethyl, norboran-2-yl, (4-methoxyphenyl)methyl, 
(2-methoxyphenyl)methyl, (3-methoxyphenyl)methyl, (3-hydroxyphenyl)methyl, 
(4-hydroxyphenyl)methyl, (4-methoxyphenyi)methyl, (4-methylphenyl)methyl, 
(4-fluoropheny l)methy 1 , (4-fluorophenoxy)methyl , (2 ,4-dichlorophenoxy )ethyl, 

5 (4-chlorophenyl)methyl, (2-chlorophenyl)methyl, (l-phenyl)ethyl, 

( 1 -(p-chlorophenyl)ethyl , ( 1 -trifluoromethy l)ethy 1 , (4-methoxypheny l)ethy 1, 
CH30C(0)CH2-, benzylthiomethyl, 5-(methoxycarbonyl)-/z-pentyl, 

3- (methoxycarbonyl)-/i-propyl, iiidan-2-yl, (2-methylbenzofuran-3-yl), 
methoxymethyl, CH3CH=CH-, CH3CH2CH=CH-, (4-chlorophenyl)C(0)CH2-, 

10 (4-fluorophenyl)C(0)CH2-, (4-methoxypheny 1)C(0)CH2-, 4-(fluorophenyl)- 

NHC(0)CH2-, l-phenyl-/i-butyl, (<A)2CHNHC(0)CH2CH2-, (CH3)2NC(0)CH2-. 
(<^)2CHNHC(0)CH2CH2- , methylcarbony Imethyl , 

(2,4-dimethylphenyl)C(0)CH2-, 4-methoxyphenyl-C(0)CH2-, phenyl-C(0)CH2-, 
CH3C(0)N(<^)-, ethenyl, methylthiomethyl, (CH3)3CNHC(0)CH2-, 

15 4-fluoropheny 1-C(0)CH2-, dipheny Imethyl, phenoxy methyl, 

3 ,4-methylenedioxyphenyl-CH2-, benzo[b]thiophen-3-yl, (CH3)3COC(0)NHCH2- 
, rra^w-styryl, H2NC(0)CH2CH2-, 2-trifluoromethylphenyl-C(0)CH2, 
0C(O)NHCH(<^)CH2-, mesityl, CH3CH(=NHOH)CH2-, 4-CH3-0- 
NHC(0)CH2CH2-, «^>C(0)CH(<^)CH2-, (CH3)2CHC(0)NHCH(<^)-, 

20 CH3CH2OCH2-, CH30C(0)CH(CH3)(CH2)3-, 2,2,2-trifluoroethyl, 

1 -(trifluoromethy l)ethyl , 2-CH3-benzofuran-3-y 1 , 2-(2 ,4-dichlorophenoxy )ethyl , 
«^S02CH2-, 3-cyclohexyl-/z-propyl, CF3CH2CH2CH2- and N-pyrrolidinyl. 

43. The pharmaceutical composition according to Claim 32 where n is 
25 one or two, and each is independently selected from the group consisting of 
alkyl, substituted alkyl, alkenyl, cycloalkyl, aryl, heteroaryl and heterocyclic. 



44. The pharmaceutical composition according to Claim 43 wherein 
is selected from the group consisting of methyl, ethyl, /i-propyl, wo-propyl, 
30 n-butyl, wo-butyl, jec-butyl, /ert-butyl, -CH2CH(CH2CH3)2, 2-methyl-;T-butyl, 
6-fluoro-/T-hexyl, phenyl, benzyl, cyclohexyl, cyclopentyl, cycloheptyl, allyl. 
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«o-but-2-enyl, 3-methylpentyl, -CHa-cyclopropyl, -CHz-cyclohexyl, -CH2CH2- 
cyclopropyl, -CHjCHj-cyclohexyl, -CHj-indol-S-yl, /7-(phenyl)phenyl, 
o-fluorophenyl, m-fluorophenyl, /7-fluorophenyl, m-methoxyphenyi, p- 
methoxyphenyl, phenethyl, benzyl, m-hydroxy benzyl, ;7-hydroxybenzyl, p- 
nitrobenzyl, w-trifluoromethylphenyl, /?-(CH3)2NCH2CH2CH20-benzyl, 
/?-(CH3)3COC(0)CH20-benzyl, /7-(HOOCCH20)-benzyl, 2-aminopyrid-6-yl, 
/7-(N-nioiphoImo-CH2CH20)-benzyl, -OH^Cli^CiOyHYL^, -CHz-imidazoM-yl, 
-CH2-(3-tetrahydrofuranyl), -CH2-thiophen-2-yl, -CH2(l-methyl)cyclopropyl, 
-CH2-thiophen-3-yl, thiophen-3-yi, thiophen-2-yl, -CH2-C(0)0-r-butyl, 
-CH2-C(CH3)3, -CH2CH(CH2CH3)2, 2-methylcyclopentyl, cyclohex-2-enyl, 
-CH[CH(CH3)2]COOCH3, -CH2CH2N(CH3)2, -CH2C(CH3)=CH2, 
-CH2CH=CHCH3 (cis and trans), -CH2OH, -CH(OH)CH3, -CH(0-r-butyl)CH3, 
-CH2OCH3, -(CH2)4NH-Boc, -(CH2)4NH2, -CHj-pyridyl, pyridyi, 
-CHj-naphthyi, -CH2-(N-morpholino), /7-(N-morpholino-CH2CH20)-benzyl, 
benzo[b]thiophen-2-yl, 5-chlorobenzo[b]thiophen-2-yl, 4,5,6,7- 
tetrahydrobenzo[b]thiophen-2-yl, benzo[b]thiophen-3-yl, 5- 
chlorobenzo[b]thioplien-3-yi, benzo[b]thiophen-5-yl, 6-methoxynaphth-2-yl, 
-CH2CH2SCH3, thien-2-yl, thien-3-yl, and the like. 

45. The pharmaceutical composition according to Claim 32 wherein the 
cyclic groups defined by W and -C(H)pC(=X)- is selected from the group 
consisting of lactones, lactams, thioiactones, thioiactams, heterocyclic and 
cycloalkyl groups. 



46. The pharmaceutical composition according to Claim 45 wherein the 
cyclic group defined by W and -C(H)pC(=X)-, forms a lactam or thiolactam 
ring of the formula: 
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wherein/? is zero or one, T is selected from the group consisting of alkylene, 
substituted alkylene, alkenyiene, substituted alkenylene, -(R^^Z)qR2i- and -ZR^^- 
where Z is a substituent selected from the group consisting of -0-, -S- and 
>NR^^, each R^^ is independently selected from the group consisting of alkyl, 
alkenyl, alkynyl, cycloalkyl, cycloalkenyl, substituted alkyl, substituted alkenyl, 
substituted alkynyl, aryl, heteroaryl and heterocyclic, each R^^ is independently 
alkylene, substituted alkylene, alkenylene and substituted alkenylene with the 
proviso that when Z is -O- or -S-, any unsaturation m the alkenylene and 
substituted alkenylene does not involve participation of the -O- or -S-, and q is 
an integer of from 1 to 3. 
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47. The method according to Claim 46 wherein the lactam ring is 
selected from the group consisting of 




O 




15 





20 



25 




(R^) 



W 



O 




30 
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15 



wherein A-B is selected from the group consisting of aikylene, alkenylene, 
substituted aikylene, substituted alkenylene and -N=CH-; Q' is oxygen or 
sulfur; each V is independently selected from the group consisting of hydroxy, 

20 acyl, acyloxy, alkyl, substituted alkyl, alkoxy, substiuited alkoxy, alkenyl, 
substituted alkenyl, alkynyl, substituted alkynyl, amino, aminoacyl, alkaryl, 
aryl, aryloxy, carboxyl, carboxylalkyl, cyano, halo, nitro, heteroaryl, 
thioalkoxy, substituted thioalkoxy, trihalomethyl and the like; is selected 
from the group consisting of alkyl, substituted alkyl, alkoxy, substituted alkoxy, 

25 amino, carboxyl, carboxyl alkyl, cyano, halo, and the like; R*" is selected from 
the group consisting of alkyl, substituted alkyl, alkenyl, substituted alkenyl, 
alkynyl, substituted alkynyl, acyl, aryl, heteroaryl, heterocyclic, and the like; 
R^ is selected from the group consisting of alkyl, substituted alkyl, alkenyl, 
substituted alkenyl, aryl, heteroaryl, heterocyclic, cycloalkyl, and substituted 

30 cycloalkyl; / is an integer from 0 to 4; t' is an integer from 0 to 3; and w is an 
integer from 0 to 3 . 
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48. The pharmaceutical composition accordiag to Claim 45 wherein the 
cyclic group defined by W, together with -C(H)pC(=X)- is a ring of the 
formula: 



5 




30 

wherein p is zero or one, T is selected from the group consisting of alkylene, 
substituted alkylene, alkenylene, substituted alkenylene, -(R2^Z)^2r and -ZR"- 
where Z is a substituent selected from the group consisting of -0-, -S- and 
> NR^°, each is independently selected from the group consisting of alkyl, 
35 alkenyl, alkynyl, cycloalkyl, cycloalkenyl, substituted alkyl, substimted alkenyl, 
substitoted alkynyl, aryl, heteroaryl and heterocyclic, each R^' is independently 
alkylene, substituted alkylene, alkenylene and substituted alkenylene with the 
proviso that when Z is -O- or -S'-, any unsamration in the alkenylene and 
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substituted alkenylene does not involve participation of the -O- or -S-, and q is 
an integer of from 1 to 3. 



10 



15 



20 



25 



49. The pharmaceutical composition according to Claim 48 wherein the 
alcohol or thiol substituted groups is selected from the group consisting of 

(V)t 





(Ra) 



W 



(V)t 






OH 

wherein each V is independently selected from the group consisting of hydroxy, 
acyl, acyloxy, alkyl, substimted alkyl, alkoxy, substimted alkoxy, alkenyl, 
substituted alkenyl, alkynyl, substimted alkynyl, amino, aminoacyl, alkaryl, 
aryl, aryloxy, carboxyl, carboxylalkyl, cyano, halo, nitro, heteroaryi, 
thioalkoxy, substituted thioalkoxy, trihalomethyl and the like; is selected 
from the group consisting of alkyl, substimted alkyl, alkoxy, substimted alkoxy, 
amino, carboxyl, carboxyl alkyl, cyano, halo, and the like; r is an integer from 
0 to 4; and w is an integer from 0 to 3 . 
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50. The pharmaceutical composition according to Claim 45 wherein the 
cyclic group defined by W, together with -C(H)pC(=X)-, forms a ring of the 
formula: 

5 



10 




wherein p is zero or one, T is selected from the group consisting of alkylene, 
20 substituted alkylene, alkenylene, substituted alkenylene, -(R'^Z)qR2i- and -ZR^^- 
where Z is a substituent selected from the group consisting of -0-, -S- and 
> NR^^, each R^^ is independently selected from the group consisting of alkyl, 
alkenyl, alkynyl, cycloalkyl, cycloalkenyl, substituted alkyl, substituted alkenyl, 
substituted alkynyl, aryl, heteroaryl and heterocyclic, each R^^ is independently 
25 alkylene, substituted alkylene, alkenylene and substituted alkenylene with the 
proviso that when Z is -O- or -S-, any unsaturation in the alkenylene and 
substituted alkenylene does not involve participation of the -O- or -S-, and q is 
an integer of from 1 to 3 . 

30 51. The pharmaceutical composition according to Claim 45 wherein the 

cyclic group defined by W, together with -C(H)pC(=X)-, forms a ring of the 
formula: 
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5 



10 




O 



15 

wherein/? is zero or one, T is selected from the group consisting of alkylene, 
substituted alkylene, alkenylene, substituted alkenylene, -(R^^Z)qR2i- and -ZR^^- 
where Z is a substituent selected from the group consisting of -0-, -S- and 

20 >NR^^, each R^^ is independently selected from the group consisting of alkyl, 
alkenyl, alkynyl, cycloalkyl, cycloalkenyl, substituted alkyl, substituted alkenyl, 
substituted alkynyl, aryl, heteroaryl and heterocyclic, each R^^ is independently 
alkylene, substituted alkylene, alkenylene and substituted alkenylene with the 
proviso that when Z is -O- or -S-, any unsaturation in the alkenylene and 

25 substituted alkenylene does not involve participation of the -O- or -S-, and q is 
an integer of from 1 to 3. 

52. The pharmaceutical composition according to Claim 51 wherein the 
compound of formula I is selected from the group consisting of 

30 



wo 98/28268 



PCT/US97/22986 



- 788 - 



5 




10 

wherein each V is independently selected from the group consisting of hydroxy, 
acyl, acyloxy, alky 1, substituted alkyl, alkoxy, substituted alkoxy, alkenyl, 
substituted alkenyl, alkynyl, substituted alkynyl, amino, aminoacyl, alkaryl, 
aryl, aryloxy, carboxyl, carboxylalkyl, cyano, halo, nitro, heteroaryl, 
15 thioalkoxy, substituted thioalkoxy, trihalomethyl and the like; is selected 

from the group consisting of alkyl, substituted alkyl, alkoxy, substituted alkoxy, 
amino, carboxyl, carboxyl alkyl, cyano, halo, and the like; t is an integer from 
0 to 4; and w is an integer from 0 to 3. ' 

20 53 . The pharmaceutical composition according to Claim 45 wherein the 

cyclic group defined by W, together with -C(H)pC(=X)-, forms a ring of the 
formula: 




35 
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10 



wherein p is zero or one, T is selected from the group consisting of aUcylene, 
substituted alkylene, alkenylene, substituted alkenylene, -{R^^Z)^2i- and -ZR^^- 
where Z is a substituent selected from the group consisting of -0-, -S- and 
> NR^°, each R^*^ is independently selected from the group consisting of alkyl, 
alkenyi, aUgrnyl, cycloalkyl, cycloalkenyl, substituted alkyl, substituted alkenyl, 
substimted alkynyl, aryl, heteroaryl and heterocyclic, each R^' is independently 
alkylene, substituted alkylene, alkenylene and substituted alkenylene with the 
proviso that when Z is -O- or -S-, any unsaturation in the alkenylene and 
substituted alkenylene does not involve participation of the -O- or -S-, and q is 
an integer of from 1 to 3. 



15 



20 



25 



54. The pharmaceutical composition according to Claim 45 wherein the 
cyclic group defined by W, together with -C(H)pC(=X)-, forms a ring of the 
formula: 



C(H), 




30 



whereiD p is zero or one, T is selected from the group consisting of alkylene, 
substimted alkylene, alkenylene, substimted alkenylene, -(R^'Z)qR2i- and -ZR^*- 
where Z is a substituent selected from the group consisting of -0-, -S- and 
> NR^°, each R^° is independently selected from the group consisting of alkyl, 
alkenyl, alkynyl, cycloalkyl, cycloalkenyl, substimted alkyl, substimted alkenyl, 
substimted alkynyl, aryl, heteroaryl and heterocyclic, each R^^ is independently 
alkylene, substimted alkylene, alkenylene and substimted alkenylene with the 
proviso that when Z is -O- or -S-, any unsamration in the alkenylene and 
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substituted alkenylene does not involve participation of the -O- or -S-, and q is 
an integer of from 1 to 3. 

55. The pharmaceutical composition according to Claim 45 wherein the 
5 cyclic group defined by W, together with -C(H)pC(=X)-, forms a ring of the 
formula: 




wherein p is zero or one, T is selected from the group consisting of alkylene, 
substituted alkylene, alkenylene, substituted alkenylene, -(R2^Z)qR2i- and -ZR^^- 
where Z is a substituent selected from the group consisting of -0-, -S- and 
>NR^°, each R^^ is independently selected from the group consisting of alkyl, 

25 alkenyl, alkynyl, cycloalkyl, cycloalkenyl, substituted alkyl, substituted alkenyl, 
substituted alkynyl, aryl, heteroaryl and heterocyclic, each R^^ is independently 
alkylene, substituted alkylene, alkenylene and substituted alkenylene with the 
proviso that when Z is -O- or -S-, any unsaturation in the alkenylene and 
substituted alkenylene does not involve participation of the -O- or -S-, and q is 

30 an integer of firom 1 to 3 . 

56. The pharmaceutical composition according to Claim 45 wherein the 
cyclic group defined by W, together with -C(H)pC(=X)-, forms a ring of the 
formula: 



35 
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wherein;? is zero or one, T is selected from the group consisting of alkylene, 
15 substituted alkylene, alkenylene, substituted alkenylene, -(R^^Z)qR2r and -ZR^^- 
where Z is a substituent selected from the group consisting of -0-, -S- and 
>NR2^ each R^^ is independently selected from the group consisting of alkyl, 
alkenyl, alkynyl, cycloalkyl, cycloalkenyl, substituted alkyl, substituted alkenyl, 
substimted alkynyl, aryl, heteroaryl and heterocyclic, each R^^ is independently 
20 alkylene, substituted alkylene, alkenylene and substituted alkenylene with the 
proviso that when Z is -O- or -S-, any unsaturation in the alkenylene and 
substituted alkenylene does not involve participation of the -O- or -S-, and q is 
an integer of from 1 to 3. 

-5 57. The pharmaceutical composition according to Claim 56 wherein the 

compound of formula I is selected from the group consisting of: 



30 



35 
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10 



15 



20 



58. The pharmaceutical composition according to Claim 45 wherein the 
cyclic group defined by W, together with -C(H)pC(=X)-, forms a ring of the 



wherein /? is zero or one, T is selected from the group consisting of alkylene, 
substituted alkylene, alkenylene, substimted alkenylene, -(R^^Z)qR2r and -ZR^^- 
where Z is a substituent selected from the group consisting of -0-, -S- and 
>NR^°, each R^^ is independently selected from the group consisting of alkyl, 
alkenyl, alkynyl, cycloalkyl, cycloalkenyl, substituted alkyl, substituted alkenyl, 
substituted alkynyl, aryl, heteroaryl and heterocyclic, each R^^ is independently 
alkylene, substituted alkylene, alkenylene and substituted alkenylene with the 
proviso that when Z is -O- or -S-, any unsaturation in the alkenylene and 
substituted alkenylene does not involve participation of the -O- or -S-, and q is 
an integer of from 1 to 3. 



formula: 
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15 



59. The pharmaceutical composition according to Claim 45 wherein the 
cyclic group defined by W, together with -C(H)pC(=X)-, forms a ring of the 
formula: 



C(H), 




wherein p is zero or one, T is selected from the group consisting of alkylene, 
20 substimted alkylene, alkenylene, substimted alkenylene, -(R2iZ)qR2i- and -ZR-'- 
where Z is a substituent selected from the group consisting of -0-, -S- and 
> NR^°, each R^° is independently selected from the group consisting of alkyl, 
alkenyl, alkynyl, cycloalkyl, cycloalkenyl, substituted alkyl, substimted alkenyl, 
substimted alkynyl, aryl, heteroaryl and heterocyclic, each R^' is independently 
25 alkylene, substimted alkylene, alkenylene and substimted alkenylene with the 
proviso that when Z is -O- or -S-, any unsamration in the alkenylene and 
substimted alkenylene does not involve participation of the -O- or -S-, and q is 
an integer of from 1 to 3. 



30 
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60. The pharmaceutical composition according to Claim 45 wherein the 
cyclic group defined by W, together with -C(H)pC(=X)-, forms a ring of the 
formula: 

5 




NR20R20 



wherein p is zero or one, T is selected from the group consisting of alkylene, 
substituted alkylene, alkenylene, substituted alkenylene, -(R2»Z)qR2i- and -ZR^'- 
where Z is a substituent selected from the group consisting of -0-, -S- and 
> NR^°, each R^° is independently selected from the group consisting of alkyl, 
alkenyl, alkynyi, cycloalkyl, cycloalkenyl, substituted alkyl, substimted alkenyl, 
substituted alkynyi, aryl, heteroaryl and heterocyclic, each R^' is mdependently 
alkylene, substituted alkylene, alkenylene and substituted alkenylene with the 
proviso that when Z is -O- or -S-, any unsaturation in the alkenylene and 
substituted alkenylene does not involve participation of the -O- or -S-, and q is 
an integer of from 1 to 3. 
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61. A compound of formula I: 




wherein is selected from the group consisting of alkyl, alkenyl, alkynyl, 
20 cycloalkyl, cycloalkenyl, substituted alkyl, substituted alkenyl, substituted 

alkynyl, substituted cycloalkyl, substituted cycloalkenyl, aryl, heteroaryl and 
heterocyclic; 

W, together with -C(H)pC(=X)-, forms a cycloalkyl, cycloalkenyl, 
heterocyclic, substituted cycloalkyl, or substituted cycloalkenyl group wherein 

25 each of said cycloalkyl, cycloalkenyl, heterocyclic, substituted cycloalkyl or 
substituted cycloalkenyl group is optionally fused to form a bi- or multi-fused 
ring system (preferably no more than 5 fused rings) with one or more ring 
structures selected from the group consisting of cycloalkyl, cycloalkenyl, 
heterocyclic, aryl and heteroaryl group which, in turn, each of such ring 

30 structures are optionally substituted with 1 to 4 substituents selected from the 
group consisting of hydroxyl, halo, alkoxy, substituted alkoxy, thioalkoxy, 
substituted thioalkoxy, nitro, cyano, carboxyl, carboxyl esters, alkyl, substituted 
alkyl, alkenyl, substituted alkenyl, alkynyl, substituted alkynyl, amino, N- 
alkylamino, N,N-dialkylamino, N-substituted alkylamino, N-alkyl N-substituted 

35 alkylamino, N,N-disubstituted alkylamino, -NHC(0)R^ -NHSOsR*", -CCONH., 
>C(0)NHR\ -C(0)NR^R^ -S(0)R^ -S(0)2R\ -SCO.NHR^ and -SCO.NR^R^ 
where each R*^ is independently selected from the group consisting of alkyl, 
substituted alkyl, or aryl; 
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X is selected from the group consisting of oxo (=0), thiooxo (=S), 
hydroxyl (-H, -OH), thiol (H,-SH) and hydro (H,H); 
Y is represented by the formula: 



10 



R2 



CH^ ^NH 
C 



O 



15 



20 



25 



30 



wherein each is independently selected from the group consisting of alkyl, 
substituted alkyl, alkenyl, substituted alkenyl, alkynyl, substituted alkynyl, 
cycloalkyl, aryl, heteroaryl and heterocyclic; 

Z is represented by the formula -T-CX'X"C(0)-' where T is selected from 
the group consisting of a bond covalently linking to -CX'X"-, oxygen, 
sulfur, -NR^ where R^ is hydrogen, acyl, alkyl, aryl or heteroaryl group; 

X' is hydrogen, hydroxy or fluoro, 

X" is hydrogen, hydroxy or fluoro, or X' and X" together form an oxo 
group; 

m is an integer equal to 0 or 1 ; 
is an integer equal to 0, 1 or 2; 

p is an integer equal to 0 or 1 such that when p is zero, the ring defined by 
W and -C(H)pC(=X)- is unsaturated at the carbon atom of ring attachment to Y 
and when p is one, the ring is saturated at the carbon atom of ring attachment 
to Y, 

with the following provisos: 

A. when R^ is 3,5-difluorophenyl, R^ is -CH3, Z is -CH2C(0)", m is 1, /z 
is 1, and p is 1, then W, together with >CH and >C=X, does not form a 2- 
(S)-indanol group; 
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B. when R' is phenyl, is -CH3, Z is -CH2C(0)-, m is 1, /i is 1, and p is 
1, then W, together with >CH and >C=X, does not form a trans-2-hydroxy- 
cyclohex-l-yl group; 

C. when is phenyl, Z is -CH.CCO)-, m is 1, /2 is 0, and is 1, then W, 
5 together with >CH and >C=X, does not form a gammabutyrolactone group 

or a 5,5-dimethyl-gammabutyrolactone group; 

D. when R^ is phenyl, Z is -CHjCCO)-, m is 1, « is 0, and p is 1, then W, 
together with >CH and >C=X, does not form a e-caprolactam group; 

E. when R^ is cyclopropyl, R^ is -CH3, Z is -CH2C(0)-, m is 1, n is 1, 
10 and p is 1, then W, together with >CH and >C=X, does not form an N- 

methylcaprolactam group; 

F. when R' is 4-chlorobenzoyl-CH2-, R^ is -CH3, Z is -CH.CCO)-, m 
is 1, rt is 1, and p is 1, then W, together with >CH and >C=X, does not 
form an 2,3-dihydro-l-methyl-5-phenyl-lH"l,4-benzodiazepin-2-one; 

15 G. when R' is 2-phenylphenyl, R^ is -CH3, Z is -CHiCCO)-, m is 1, /z 

is 1, and p is 1, then W, together with >CH and >C=X, does not form an 7- 
methy 1-5 , 7-dihy dro-6H-dibenz[b , d] azepin-6-one ; 

H. when R' is CH30C(0)CH2-, R^ is -CH3, Z is -CH2C(0)-, /n is 1, n 
is 1, and /? is 1, then W, together with >CH and >C=X, does not form an 

20 2,3"-dihydro-l-(r-butylC(0)CH2-)-5-(2~pyridyl)-lH-l,4-benzodiazepin-2-one; 

I. when R^ is 4-ethoxy phenyl, 2,4,6-trimethylphenyl, 4-phenylphenyl, 
CH30C(0)CH2-, 4-HOCH2-phenyl, 2,4,6-trifluorophenyl, 2-trifluoromethyl-4- 
fluorophenyl, or CH3S-, R^ is -CH3, Z is -CH2C(0)-, m is 1, w is 1, and is 1, 
then W, together with >CH and >C=X, does not form a 2,3-dihydro-l-(iV,A^- 

25 diethylamino-CH2CH^-)"5-(2-pyridyl)-lH-l,4-benzodiazepin-2-one; 

J. when R' is 2,6-difluorophenyl, R^ is -CH3, Z is -CH(OH)C(0)-, m 
is 1, n is 1, and/? is 1, then W, together with >CH and >C=X, does not 

form a 2,3-dihydro-l-(iV,iV-diethylamino-CH2CH^-)-5-(2-pyridyl)-lH-l ,4- 
benzodiazepin-2-one, 

30 K. when m is 1 and a2 is 1, then 
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does not equal cycloalkyl of from 3 to 8 carbon atoms optionally substituted 
15 with 1 to 3 alkyl groups. 

62. The compound according to Claim 61 where, in formula I, m is 
zero. 

20 63 . The compound according to Claim 62 wherein is aryl or 

heteroaryl. 

64, The compound according to Claim 63 wherein is selected from 
the group consisting of 
25 (a) phenyl, 

(b) a substituted phenyl group of the formula: 




40 
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wherein is selected from the group consisting of acyU alkyl, alkoxy, 
alkylalkoxy, azido, cyano, halo, hydrogen, nitro, trihalomethyl, thioalkoxy, 
and wherein and R^ are fused to form a heteroaryl or heterocyclic ring with 
the phenyl ring wherein the heteroaryl or heterocyclic ring contains from 3 to 8 
5 atoms of which from 1 to 3 are heteroatoms independently selected from the 
group consisting of oxygen, nitrogen and sulfur 

R^ and R''' are independently selected from the group consisting of 
hydrogen, halo, nitro, cyano, trihalomethyl, alkoxy, and thioalkoxy with the 
proviso that when is hydrogen, then R^ and R^' are either both hydrogen or 
10 both substituents other than hydrogen, 

(c) 2-naphthyl, 

(d) 2-naphthyl substituted at the 4, 5, 6, 7 and/or 8 positions with 1 to 5 
substituents selected from the group consisting alkyl, alkoxy, halo, cyano, nitro, 
trihalomethyl, thioalkoxy, aryl, and heteroaryl, 

15 (e) heteroaryl, and 

(f) substituted heteroaryl containing 1 to 3 substituents selected from the 
group consisting of alkyl, alkoxy, aryl, aryloxy, cyano, halo, nitro, heteroaryl, 
thioalkoxy, thioaryloxy provided that said substituents are not ortho to the 
heteroaryl attachment to the -NH group. 

20 

65. The compound according to Claim 61 wherein R^ is selected from 
the group consisting of mono-, di- and tri-substituted phenyl groups. 

66. The compound according to Claim 65 wherein R^ is a disubstimted 
25 phenyl selected from the group consisting of 3,5-dichlorophenyl, 3,5- 

difluorophenyl, 3,5-di(trifluoromethyl)-phenyl, 3,4-dichlorophenyl, 3,4- 
difluorophenyl, 3-(trifluoromethyl)-4-chlorophenyl, 3-chloro~4-cyanophenyl, 3- 
chloro-4-iodophenyl, and 3,4-methylenedioxyphenyl. 

30 67 . The compound according to Claim 65 wherein R^ is a 

monosubstituted phenyl selected from the group consisting of 
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4-azidophenyl, 4-bromophenyl, 4-chlorophenyl, 4-cyanophenyl, 4-ethylphenyl, 
4-fluorophenyl, 4-iodophenyl, 4-(phenylcarbonyI)-phenyl, and 4-(l- 
ethoxy )ethy Ipheny L 

5 68. The compound according to Claim 65 wherein is a trisubstituted 

phenyl selected from the group consisting of 3,4,5-trifluorophenyl and 3,4,5- 
trichlorophenyl. 

69. The compound according to Claim 61 wherein is selected from 
10 2-naphthyl, quinolin-3-yl, 2-methylquinolin-6-yl, benzothiazol-6-yl, 5-indolyl, 

and phenyl. 

70. The compound according to any of Claim 61 wherein m is one. 

15 71. The compound according to Claim 70 wherein R^ is selected from 

the group consisting of phenyl, 1-naphthyl, 2-naphthyl, 
2-chlorophenyl, 2-fluorophenyl, 2-bromophenyl, 2-hydroxyphenyl, 

2- nitrophenyl, 2-methy Ipheny 1, 2-methoxyphenyl, 2-phenoxy phenyl, 
2~trifluoromethy Ipheny 1, 4-fluorophenyl, 4-chlorophenyl, 4-bromophenyl, 

20 4-nitrophenyl, 4-methy Ipheny 1, 4-hydroxy phenyl, 4-methoxy phenyl, 

4-ethoxy phenyl, 4-butoxy phenyl, 4-i jo-propy Ipheny 1, 4-phenoxy phenyl, 
4-trifluoromethy Ipheny 1, 4-hy droxymethy Ipheny 1, 3-methoxyphenyl, 

3- hydroxyphenyl, 3-nitrophenyl, 3-fluorophenyl, 3-chlorophenyl, 
3-bromophenyl, 3-phenoxyphenyl, 3 -thiomethoxy phenyl, 3-methylphenyl, 

25 3-trifluoromethy Ipheny 1, 2,3-dichlorophenyl, 2,3-difluorophenyl, 2,4- 

dichlorophenyl, 2,5-dimethoxyphenyl, 3,4-dichlorophenyl, 3,4-difluorophenyl, 

3. 4- methy lenedioxyphenyl, 3, 4-dimethoxy phenyl, 3,5-difluorophenyl, 

3 . 5- dichloropheny 1 , 3 , 5-di-(trifluoromethy l)pheny 1 , 3 , 5-dimethoxypheny 1 , 
2,4-dichlorophenyl, 2,4-difluorophenyl, 2,6-difluorophenyl, 3,4,5- 

30 trifluorophenyl, 3,4,5-trimethoxyphenyl, 3,4,5-tri-(trifluoromethyl)phenyl, 

2,4, 6-trifluoropheny 1 , 2,4, 6-trimethy Ipheny 1 ,2,4 , 6-tri-( trifluoromethy l)pheny 1 , 



wo 98/28268 



PCTAJS97/22986 



- 801 - 

2,3,5-trifluorophenyl, 2,4,5-trifluorophenyl, 2,5-difluorophenyl, 2-fluoro-3- 
trifluoromethylphenyl, 4-fluoro-2-trifluoromethylphenyl, 2-fluoro-4- 
trifluoromethylphenyl, 4-benzyloxyphenyl, 2-chloro-6-fluorophenyl, 2-fluoro-6- 
chlorophenyl, 2,3,4,5,6-pentafluorophenyl, 2,5-dimethylphenyl, 
5 4-phenylphenyl, 2-fiuoro-3-trifluoromethylphenyl, adamantyl, benzyl, 

2-phenylethyl, 3-phenyl-A2-propyl, 4--phenyl-A2"butyl, methyl, ethyl, ;i-propyl, 
/50-propyl, iso-hniyU ^^c-butyl, rm-butyl, /z-pentyl, wo-valeryl, /2-hexyl, 
cyclopropyl, cyclobutyl, cyclohexyl, cyclopentyl, cyclopent-l-enyl, cyclopent-2- 
enyl, cyclohex-l-enyl, 'CH2-cyclopropyl, -CH.-cyclobutyl, -CH2-cyclohexyl, 

10 -CH2-cyclopentyl, -CHiCHi-cyclopropyl, -CH2CH2-cyclobutyl, 

-CH2CH2-cyclohexyl, -CH2CH2-cyclopentyl, pyrid-2-yl, pyrid-3-yl, pyrid-4-yl, 
fluoropyridyls, chloropyridyls, thien-2-yl, thien-3-yl, benzothiazol-4-yl, 
2-phenylbenzoxazol-5-yl, furan-2-yl, beiizofuran-2-yl, thionaphthen-2-yl, 
thionaphthen-3-yl, thionaphthen-4-yl, 2-chlorothiophen-5-yl, 3-methylisoxazol-5- 

15 yl, 2-(thiophenyl)thien-5-yl, 6-methoxythionaphthen-2-yl, 3-phenyl-l,2,4- 

thiooxadiazol-5-yl, 2-phenyloxazol-4-yl, indol-3-yl, l-phenyl-tetraol-5-yl, allyl, 
2"(cyclohexyl)ethyl, (CH3)2CH=CHCH2CH2CH(CH3)-, <i)C(0)CH2-, thien-2-yl- 
methyl, 2-(thien-2-yl)ethyl, 3-(thien-2-yl)-/z-propyl, 2-(4-nitrophenyl)ethyl, 

2- (4-methoxyphenyl)ethyl, norboran-2-yl, (4-methoxyphenyl)methyI, 

20 (2-methoxyphenyl)inethyl, (3-methoxyphenyl)methyl, (3-hydroxyphenyl)methyl, 
(4-hy droxyphenyl)methy 1 , (4-methoxypheny l)methy 1 , (4-methy Ipheny l)methy 1 , 
(4-fluorophenyl)methyl, (4-fluorophenoxy)methyl, (2,4-dichlorophenoxy)ethyl, 
(4-chlorophenyl)methyl, (2-chlorophenyl)methyl, (l-phenyl)ethyl, 
( 1 -(p-chloropheny l)ethy 1 , ( 1 -trifluoromethy l)ethy 1 , (4-methoxypheny l)ethyl , 

25 CH30C(0)CH2-, benzylthiomethyl, 5-(methoxycarbonyl)-A2-pentyl, 

3- (methoxycarbonyl)-A2-propyl, indan-2-yl, (2-methylbenzofuran-3-yl), 
methoxymethyl, CH3CH=CH-, CH3CH2CH=CH-, (4-chlorophenyl)C(0)CH2-, 
(4-fluorophenyl)C(0)CH2-, (4-methoxypheny 1)C(0)CH2-, 4-(fluorophenyl)- 
NHC(0)CH2-, 1-phenyl-n-butyl, (0)2CHNHC(O)CH2CH2-, (CH3)2NC(0)CH2", 

30 (<A)2CHNHC(0)CH2CH2-, methylcarbonylmethyl. 
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(2,4-diinethyiphenyl)C(0)CH2-, 4-methoxyphenyl-C(0)CH2-, phenyl-CCOCH.-, 
CH3C(O)N(0)-, ethenyl, methylthiomethyl, (CH3)3CNHC(0)CH2-, 
4-fluorophenyl-C(0)CH2-, diphenylmethyl, phenoxy methyl, 
3,4-methylenedioxyphenyl-CH2-, benzo[b]thiophen-3-yl, (CH3)3COC(0)NHCH2- 
5 , trans-sxyvyl, H2NC(0)CH2CH2-, 2-trifluoromethylphenyl-C(0)CH2, 
0C(O)NHCH(0)CH2-, mesityl, CH3CH(=NHOH)CH2-, 4-CH3-0- 
NHC(0)CH2CH2-, 0C(O)CH(0)CH2-, (CH3)2CHC(0)NHCH(</>)-, 
CH3CH2OCH2-, CH30C(0)CH(CH3)(CH2)3-, 2,2,2-trifluoroethyl, 
l-(trifluoromethyI)ethyl, 2-CH3-benzofiiran-3-yl, 2-(2,4-dichlorophenoxy)ethyl, 
10 (^S02CH2-, 3-cyclohexyl-/z-propyl, CF3CH2CH2CH2- and N-pyrrolidinyl. 

72. The compound according to Claim 61 where n is one or two, and 
each R- is independently selected from the group consisting of alkyl, substituted 
alkyl, alkenyl, cycloalkyi, aryl, heteroaryl and heterocyclic. 

15 

73. The compound according to Claim 61 wherein is selected from 
the group consisting of methyl, ethyl, w-propyl, wo-propyl, 

n-butyl, wt?-butyl, sec-hn^yX, rm-butyl, -CH2CH(CH2CH3)2, 2-methyl-/2-butyl, 
6-fluoro-/2-hexyl, phenyl, benzyl, cyclohexyl, cyclopentyl, cycloheptyl, allyl, 

20 iso-hut-l-Qnyl, 3-methylpentyl, -CH2-cyclopropyl, -CH2-cyclohexyl, -CH2CH2- 
cyclopropyl, -CH2CH2-cyclohexyl, -CH2-indol-3-yl, /?-(phenyl)phenyl, 
c?-fluorophenyl, m-fluorophenyl, p-fluorophenyl, m-methoxy phenyl, p- 
methoxy phenyl, phenethyl, benzyl, m-hydroxybenzyl, /?-hy droxybenzy 1 , p- 
nitrobenzyl, m-trifluoromethylphenyl, /?-(CH3)2NCH2CH2CH20-benzyl, 

25 /7-(CH3)3COC(0)CH20-benzyl, p^(H00CCH20)-benzyl, 2-aminopyrid-6-yl, 
/7-(N-morpholino-CH2CH20)-benzyl, -CH2CH2C(0)NH2, -CH2-imidazol-4-yl, 
-CH2-(3-tetrahydrofurany 1) , -CH2-thiophen-2-y 1 , -CH2( 1 -methy l)cyclopropy 1 , 
-CH2-thiophen-3-yl, thiophen-3-yl, thiophen-2-yl, -CH2-C(0)0'-/-butyl, 
-CH2-C(CH3)3, -CH2CH(CH2CH3)2, 2-methylcyclopentyl, cyclohex-2-enyl, 

30 -CH[CH(CH3)2]COOCH3, -CH2CH2N(CH3)2, -CH2C(CH3)=CH2, 
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-CH2CH-CHCH3 (cis and trans), -CH^OH, -CH(OH)CH3, -CH(0-r-butyl)CH3, 
-CH2OCH3, -(CH2)4NH-Boc, -(CH2)4NH2, -CH.-pyridyl, pyridyl, 
-CHj-naphthyl, -CH2-(N-morpholino), /?-(N-morpholino-CH2CH20)-benzyl, 
benzo[b]thiophen-2~yl, 5-chlorobenzo[b]thiophen~2-yl, 4,5,6,7- 
5 tetrahydrobenzo[b]thiophen-2-yl, benzo[b]thiophen-3-yl, 5- 

chlorobenzo[b]thiophen-3-y 1, benzo[b]thiophen-5-yl, 6-methoxynaphth-2-y 1 , 
-CH2CH2SCH3, thien-2-yl, thien-3-yl, and the like. 

74. The compound according to Claim 61 wherein the cyclic groups 
10 defined by W and -C(H)pC(=X)- is selected from the group consisting of 

lactones, lactams, thiolactones, thiolactams, heterocyclic and cycloalkyl groups. 

75. The compound according to Claim 74 wherein the cyclic group 
defined by W and -C(H)pC(=X)-, forms a lactam or thiolactam ring of the 

15 formula: 



20 



25 




30 
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or 



5 



10 




wherein p is zero or one, T is selected from the group consisting of alkylene, 
substituted alkylene, alkenylene, substituted alkenylene, -(R^^Z)qR2r and -ZR^^- 

20 where Z is a substituent selected from the group consisting of -0-, -S- and 

>NR^^, each R^^ is independently selected from the group consisting of alkyl, 
alkenyl, alkynyl, cycloalkyl, cycloalkenyl, substituted alkyl, substituted alkenyl, 
substituted alkynyl, aryl, heteroaryl and heterocyclic, each R^^ is independently 
alkylene, substituted alkylene, alkenylene and substituted alkenylene with the 

25 proviso that when Z is -O- or -S-, any unsaturation in the alkenylene and 

substituted alkenylene does not involve participation of the -O- or -S-, and q is 
an integer of from 1 to 3. 
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76. The method according to Claim 75 wherein the lactam ring is 
selected from the group consisting of 



10 



15 







20 





25 



30 
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O 



N 

\ 



(V)t 




10 



15 



20 



25 





wherein A-B is selected from the group consisting of alkylene, alkenylene, 
substituted alkylene, substituted alkenylene and -N=CH-; Q' is oxygen or 
sulfur; each V is independently selected from the group consisting of hydroxy, 
acyl, acyloxy, alkyl, substituted alkyl, alkoxy, substituted alkoxy, alkenyl, 
substituted alkenyl, alkynyl, substituted alkynyl, amino, aminoacyl, alkaryl, 
aryl, aryloxy, carboxyl, carboxylalkyl, cyano, halo, nitro, heteroaryl, 
thioalkoxy, substituted thioalkoxy, trihalomethyl and the like; is selected 
from the group consisting of alkyl, substituted alkyl, alkoxy, substituted alkoxy, 
amino, carboxyl, carboxyl alkyl, cyano, halo, and the like; is selected from 
the group consisting of alkyl, substituted alkyl, alkenyl, substituted alkenyl, 
alkynyl, substituted alkynyl, acyl, aryl, heteroaryl, heterocyclic, and the like; 
R^ is selected from the group consisting of alkyl, substituted alkyl, alkenyl, 
substituted alkenyl, aryl, heteroaryl, heterocyclic, cycloalkyl, and substituted 
cycloalkyl; t is an integer from 0 to 4; r' is an integer from 0 to 3; and w is an 
integer from 0 to 3 . 



30 



77. The compound according to Claim 74 wherein the cyclic group 
defined by W, together with -C(H)pC(=X)- is a ring of the formula: 
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SH 

25 

wherein p is zero or one, T is selected from the group consisting of alkylene, 
substituted alkylene, alkenylene, substituted alkenylene, -(R^^Z)qR2i- and -ZR^^- 
where Z is a substituent selected from the group consisting of -0-, -S- and 

30 >NR^^, each R^^ is independently selected from the group consisting of alkyl, 
alkenyl, alkynyl, cycloalkyl, cycloalkenyl, substituted alkyl, substituted alkenyl, 
substituted alkynyl, aryl, heteroaryl and heterocyclic, each R^^ is independently 
alkylene, substituted alkylene, alkenylene and substituted alkenylene with the 
proviso that when Z is -O- or -S-, any unsaturation in the alkenylene and 

35 substituted alkenylene does not involve participation of the -O- or -S-, and q is 
an integer of from 1 to 3. 



40 



78. The compound according to Claim 77 wherein the alcohol or thiol 
substituted groups is selected from the group consisting of 
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OH OH 



wherein each V is independently selected from the group consisting of hydroxy, 
acyl, acyloxy, alkyl, substituted alkyl, alkoxy, substituted alkoxy, alkenyl, 
substituted alkenyl, alkynyl, substituted alkynyl, amino, aminoacyl, alkaryl, 
aryl, aryloxy, carboxyl, carboxylalkyl, cyano, halo, nitro, heteroaryl, 
20 thioalkoxy, substituted thioalkoxy, trihalomethyl and the like; is selected 

from the group consisting of alkyl, substituted alkyl, alkoxy, substituted alkoxy, 
amino, carboxyl, carboxyl alkyl, cyano, halo, and the like; t is an integer from 
0 to 4; and w is an integer from 0 to 3. 



25 
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79. The compound according to Claim 74 wherein the cyclic group 
defined by W, together with -C(H)pC(=X)-, forms a ring of the formula: 




15 

wherein/? is zero or one, T is selected from the group consisting of alkylene, 
substituted alkylene, alkenylene, substituted alkenylene, -(R2^Z)qR2r and -ZR^^- 
where Z is a substituent selected from the group consisting of -0-, -S- and 
> NR^^, each R^^ is independently selected from the group consisting of alkyl, 

20 alkenyl, alkynyl, cycloalkyl, cycloalkenyl, substituted alkyl, substituted alkenyl, 
substituted alkynyl, aryl, heteroaryl and heterocyclic, each R^^ is independently 
alkylene, substituted alkylene, alkenylene and substituted alkenylene with the 
proviso that when Z is -O- or -S-, any unsaturation in the alkenylene and 
substituted alkenylene does not involve participation of the -O- or -S-, and q is 

25 an integer of from 1 to 3. 

80. The compound according to Claim 74 wherein the cyclic group 
defined by W, together with -C(H)pC(=X)-, forms a ring of the formula: 




O 



wo 98/28268 



PCT/US97/22986 



wherein p is zero or one, T is selected from the group consisting of alkylene, 
substituted alkylene, alkenylene, substituted alkenylene, -(R^^Z)qR2r and -ZR^^- 
where Z is a substituent selected from the group consisting of -0-, -S- and 
>NR^*^, each R^^ is independently selected from the group consisting of alkyl, 
5 alkenyl, alkynyl, cycloalkyl, cycloalkenyl, substituted alkyl, substituted alkenyl, 
substituted alkynyl, aryl, heteroaryl and heterocyclic, each R^^ is independently 
alkylene, substituted alkylene, alkenylene and substimted alkenylene with the 
proviso that when Z is -O- or -S-, any unsaturation in the alkenylene and 
substituted alkenylene does not involve participation of the -O- or -S-, and q is 
10 an integer of from 1 to 3. 

8 1 . The compound according to Claim 80 wherein the compound of 
formula I is selected from the group consisting of 

15 




30 



wherein each V is independently selected from the group consisting of hydroxy, 
acyl, acyloxy, alkyl, substituted alkyl, alkoxy, substituted alkoxy, alkenyl, 
substituted alkenyl, alkynyl, substituted alkynyl, amino, aminoacyl, alkaryl. 
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aryl, aryloxy, carboxyl, carboxylalkyl, cyano, halo, nitro, heteroaryl, 
thioalkoxy, substituted thioalkoxy, trihaiomethyl and the like; R"" is selected 
from the group consisting of alkyl, substituted alkyl, alkoxy, substituted alkoxy, 
amino, carboxyl, carboxyl alkyl, cyano, halo, and the like; t is an integer from 
5 0 to 4; and w is an integer from 0 to 3. 

82. The compound according to Claim 74 wherein the cyclic group 
defined by W, together with -C(H)pC(=X)-, forms a ring of the formula: 



15 




O 

20 



wherein p is zero or one, T is selected from the group consisting of alkylene, 
substituted alkylene, alkenylene, substituted alkenylene, -(R^^Z)qR2r and -ZR^^- 

25 where Z is a substituent selected from the group consisting of -0-, -S- and 

>NR^^, each R^® is independently selected from the group consisting of alkyl, 
alkenyl, alkynyl, cycloalkyl, cycloalkenyl, substituted alkyl, substituted alkenyl, 
substituted alkynyl, aryl, heteroaryl and heterocyclic, each R^^ is independently 
alkylene, substituted alkylene, alkenylene and substituted alkenylene with the 

30 proviso that when Z is -O- or -S-, any unsaturation in the alkenylene and 

substituted alkenylene does not involve participation of the -O- or and q is 
an integer of from 1 to 3. 

83. The compound according to Claim 74 wherein the cyclic group 
35 defined by W, together with -C(H)pC(=X)-, forms a ring of the formula: 
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10 



c(Hy 




15 wherein p is zero or one, T is selected from the group consisting of alkylene, 
substituted alkylene, alkenylene, substituted alkenylene, -(R^^Z)qR2i- and -ZR^^- 
where Z is a substituent selected from the group consisting of -0-, -S- and 
>NR^^, each R^^ is independently selected from the group consisting of alkyl, 
alkenyl, alkynyl, cycloalkyl, cycloalkenyl, substituted alkyl, substituted alkenyl, 

20 substituted alkynyl, aryl, heteroaryl and heterocyclic, each R^^ is independently 
alkylene, substituted alkylene, alkenylene and substituted alkenylene with the 
proviso that when Z is -O- or -S-, any unsaturation in the alkenylene and 
substituted alkenylene does not involve participation of the -O- or -S-, and q is 
an integer of from 1 to 3. 



25 



84. The compound according to Claim 74 wherein the cyclic group 
defined by W, together with -C(H)pC(=X)-, forms a ring of the formula: 
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10 



15 



20 



25 



30 



wherein p is zero or one, T is selected from the group consisting of alkylene, 
substituted alkylene, alkenyiene, substituted alkenylene, -(S}^Z)^2\- and -ZR^^- 
where Z is a substituent selected from the group consisting of -0-, -S- and 
>NR^^, each R^^ is independently selected from the group consisting of alkyl, 
alkenyl, alkynyl, cycloalkyl, cycloalkenyl, substituted alkyl, substituted alkenyl, 
substituted alkynyl, aryl, heteroaryl and heterocyclic, each R^^ is independently 
alkylene, substituted alkylene, alkenyiene and substituted alkenyiene with the 
proviso that when Z is -O- or -S-, any unsaturation in the alkenyiene and 
substituted alkenyiene does not involve participation of the -O- or -S-, and q is 
an integer of from 1 to 3. 

85 . The compound according to Claim 74 wherein the cyclic group 
defined by W, together with -C(H)pC(==X)-, forms a ring of the formula: 



wherein p is zero or one, T is selected from the group consisting of alkylene, 
substituted alkylene, alkenyiene, substituted alkenyiene, -(R^^Z)qR2r and -ZR^^- 
where Z is a substituent selected from the group consisting of -0-, -S- and 
> NR^°, each R^^ is independently selected from the group consisting of alkyl, 
alkenyl, alkynyl, cycloalkyl, cycloalkenyl, substituted alkyl, substituted alkenyl, 
substituted alkynyl, aryl, heteroaryl and heterocyclic, each R^^ is independently 
alkylene, substituted alkylene, alkenyiene and substituted alkenyiene with the 
proviso that when Z is -O- or -S-, any unsaturation in the alkenyiene and 
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substituted alkenylene does not involve participation of the -O- or -S-, and q is 
an integer of from 1 to 3. 

86. The compound according to Claim 85 wherein the compound of 
5 formula I is selected from the group consisting of : 



10 



15 




20 

87. The compound according to Claim 74 wherein the cyclic group 
defined by W, together with -C(H)pC(=X)-, forms a ring of the formula: 
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. 15 

wherein p is zero or one, T is selected from the group consisting of alkylene, 
substituted alkylene, alkenylene, substituted alkenylene, -(R^^Z)qR2r and -ZR^^- 
where Z is a substituent selected from the group consisting of -0-, -S- and 

20 >NR^^, each R^^ is independently selected from the group consisting of alkyl, 
alkenyl, alkynyl, cycloalkyl, cycloalkenyl, substituted alkyl, substituted alkenyl, 
substituted alkynyl, aryl, heteroaryl and heterocyclic, each R^^ is independently 
alkylene, substituted alkylene, alkenylene and substituted alkenylene with the 
proviso that when Z is -O- or -S-, any unsaturation in the alkenylene and 

25 substituted alkenylene does not involve participation of the -O- or -S-, and q is 
an integer of from 1 to 3. 



30 



88. The compound according to Claim 74 wherein the cyclic group 
defined by W, together with -C(H)pC(=X)-, forms a ring of the formula: 
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T 



CH 



10 



15 



20 



25 



30 



35 



wherein p is zero or one, T is selected from the group consisting of alkylene, 
substituted alkylene, alkenylene, substituted alkenylene, -(R^^Z)qR2r and -ZR^^- 
where Z is a substituent selected from the group consisting of -0-, -S- and 
>NR^^, each R^° is independently selected from the group consisting of alkyl, 
alkenyl, alkynyl, cycloalkyl, cycloalkenyl, substituted alkyl, substituted alkenyl, 
substituted alkynyl, aryl, heteroaryl and heterocyclic, each R^^ is independently 
alkylene, substituted alkylene, alkenylene and substituted alkenylene with the 
proviso that when Z is -O- or any unsaturation in the alkenylene and 
substituted alkenylene does not involve participation of the -O- or -S-, and q is 
an integer of from 1 to 3. 

89. The compound according to Claim 74 wherein the cyclic group 
defined by W, together with -C(H)pC(=X)-, forms a ring of the formula: 




NR20R20 
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wherein p is zero or one, T is selected from the group consisting of alkylene, 
substituted alkylene, alkenylene, substituted alkenylene, -(R^^Z)qR2r and -ZR^^- 
where Z is a substituent selected from the group consisting of -0-, -S- and 
>NR^^, each R^^ is independently selected from the group consisting of alkyl, 
5 alkenyl, alkynyl, cycloalkyl, cycloalkenyl, substituted alkyl, substituted alkenyl, 
substituted alkynyl, aryl, heteroaryl and heterocyclic, each R^^ is independently 
alkylene, substituted alkylene, alkenylene and substituted alkenylene with the 
proviso that when Z is -O- or -S-, any unsaturation in the alkenylene and 
substituted alkenylene does not involve participation of the -O- or -S-, and q is 
10 an integer of from 1 to 3. 



15 



90. A compound selected from the group consisting of: 

1-(N '-(3 ,5-difluorophenylacetyl)-L-alaninyl)-aminodibenzosuberane 
l-(R)-(N'-(3,5-difluorophenylacetyl)-L-alaninyl)-amino-2-(S)-indanol 

1- (S)-(N'-(3,5-difluorophenylacetyl)-L-alaninyl)-amino-2-(R)-indanol 
20 1"(N '-(3 ,5-difluorophenylacetyl)-L-"alaninyl)-amino-2-indanol 

2- (N'-(3,5-difluorophenylacetyl)-L-alaninyl)-amino-l-cyclohexanol 

l-(R,S)-(N'-(3,5-difluorophenylacetyl)-L-alaninyl)-amino-l,2,3,4- 
25 tetrahydro-2-naphthol 

l-(N'-(3,5-difluorophenylacetyl)-L-alaninyl)-aminobenz[flcycloheptan-2-ol 

5- [N ' -(3 , 5-difluoropheny lacety l)-L-alaniny 1] amino-5 , 7-dihy dro-6H- 
30 dibenzo[a,c]cyclohepten-6-ol 

l-(S)-(N'-(3,5-difluorophenylacetyl)-L-alaninyl)-aminoindan"2-one 



35 



40 



2- (N'-(phenylacetyl)-L-alaninyl)aminocyclohexan-l-one 

5-[N ' -(3 ,5-difluorophenylacetyl)-L-alaninyl]amino-5 ,7-dihydro-6H- 
dibenzo[a , c] cy clohepten-6-one 

3- (N'-(3,5-difluorophenyIacetyl)-L-alaninyl)-amino-7-butyrolactone 
3-(N'-(3,4-dichlorophenyl)-L-aIaninyl)amino-7-butyrolactone 
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4-(N '-(cyclopentylacetyl)-L-alaninyl)amino-l , l-dimethyl-3-isochromanone 

4-(N'-(3,5-difluorophenylacetyl)-L-alaninyl)amino-l , l-dimethyl-3- 
isochromanone 

5 

3-(N '-(3 ,5-difluorophenylacetyl)-L-alaniny l)amino-7-butyrolacmm 

3-(N '-(3 ,5-difluorophenylacety l)-L-alaninyl)aniino-5-valerolactam 

10 l-benzyl-3-(S)-(N'-(3,5-difluorophenylacetyl)-L-alaninyl)-ammo-6- 

valerolactam 

3- N '-(3 ,5-difluorophenylacetyl)-L-alaninyl)amino-4-methyl-e-caprolactam 

15 3"-(N'-(3,5-difluorophenylacetyl)-L-alaninyl)amino-l, 2,3,4- 

tetrahydroquinolin-2-one 

l-benzyl-3-(N'-(3,5-difluorophenylacetyl)-L-aianinyl)amino-l, 2,3,4- 
tetrahydroquinolin-2-one 

20 

4- (N '-(3 ,5-difluorophenylacetyl)-L-alamny l)amino- 1,2,3,4- 
tetrahydroisoquinolin-3-one 

4-(N'-(3,5-difluorophenylacetyl)-L-alaninyl)amino-2-benzyl-l,2,3,4- 
25 tetrahydroisoquinolin-3-one 

4-(N ' -(3 ,5-difluoropheny lacetyl)-L-alaniny l)amino- 1 -methyl- 1,2,3 ,4- 
tetrahydroisoquinolin-3-one 

30 4-(N '-(3 , 5-difluoropheny lacety l)-L-alaniny l)amino- 1 -phenyl- 1,2,3,4- 

tetrahydroisoquinolin-3-one 

4-(N ' -(3 , 5-difluorophenylacety l)-L-alaniny l)ammo-6-fluoro- 1,2,3,4- 
tetrahydroisoquinolin-3-one 

35 

4-(N'-(3 ,5-difluorophenylacetyl)-L-alaninyl)amino-7-fluoro-l ,2,3 ,4- 
tetrahydroisoquinolin-3-one 

4-(N ' -(3 , 5-difluoropheny lacety l)-L-alaniny l)amino-2-phenethy 1- 1 ,2 , 3 , 4- 
40 tetrahydroisoquinolin-3-one 

4-(N ' -(3 , 5-difluoropheny lacety l)-L-alamny l)amino-2-methy 1- 1 ,2 , 3 ,4- 
tetrahydroisoquinolin-3-one 

45 4-(N'-(3,5-difluorophenylacetyl)-L-alaninyl)ammo-6-phenyl-l, 2,3,4- 

tetrahydroisoquinolin-3-one 
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4-(N'-(3,5-difluorophenyiacetyl)-L-aIaninyl)amino-7-phenyl-l, 2,3,4- 
tetrahydroisoquinolin-3-one 

(N'-(3,5-difluorophenylacetyl)-L-alaninyl)-(9-aminofluroren-l-yl)glycine 6- 
lactam 

3~(N ' -(pheny lacety l)-L-alaniny l)amino-e-caproIactam 

3-(S)-(N ' -(3 ,5-difluorophenylacetyl)-L-alaninyl)-ainmo-e-caproiactam 

3-(S)-(N'-(3,5-difluorophenylacetyl)-L-alaninyl)amino--l--benzyi-€- 
caprolactam 



3-(S)-N '-(3 ,5-difluorophenyiacetyl)-L-alaninyl)amino- l-(2-methoxyethyl)-€- 
15 caprolactam 

3-(S)-(N'-(3,5-difluorophenylacetyl)-L-alaninyl)amino-l-ethyl-e-caprolactam 



20 3-N '-(3 ,5-difluorophenylacetyl)-L-alaninyl)amino-5-ethyl-e-caprolactam 

3-N'-(3,5-difluorophenylacetyl)"L-alaninyl)amirio-5-ethyl-€-caprolactam 



3-N'-(3,5-difluorophenylacetyl)~L-alaninyl-amino)-7--benzyl-€-caprolactam 

3-(S)-(N ' -(3 , 5-difluoropheny lacety O-L-alaniny l)amino- 1 -benzy 1-4 , 7- 
methano-e-caprolactam 

3-(S)-(N'-(cyclopentylacetyl)-L-alaninyl)amino-l -benzy l-e-caprolactam 

3-(S)-(N ' -(cyclopentylacety l)-L-pheny Igly ciny l)amino- 1 -beiazy 1-e- 
caprolactam 



3-(S)-(N'-(3,5-difluorophenylacetyl)-L-aIaninyl)amino-l-(2-phenethyl)-€- 
35 caprolactam 

3-(S)-(N'-(cyclopentylacetyl)-L-phenylglycinyl)amino-l-(2-phenethyl)-e- 
caprolactam 

40 3-(N ' -(3 ,4-dichloropheny 1)-D , L-alaniny l)amino-e-caprolactam 

3-(S)-(N'-(cyclopropylacetyl)-L-phenylglycinyl)amino-l-methyl-e- 
caprolactam 

45 3-(N'-(3,5-difluorophenyIacetyI)-L-alaninyl)amino-8-octanelactam 
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4-(N'-(3,5-difluorophenylacetyI)-L-alaninyl)amino-7-benzyl-l,2,3.4- 
tetrahydroisoquinolin-3-one 

4-(N'-(3,5-difluorophenylacetyI)-L-alaninyI)amino-l-ben2yl-l, 2,3,4- 
tetrahydroisoquinolin-3-one 

4-(N'-(3,5-difluorophenylacetyl)-L-alaninyl)amino-2-methyl-l-phenyl- 

1 .2.3 .4- tetrahydroisoquinolin-3-one 

4-(N '-(3 ,5-difluorophenylacetyl)-L-alaniny l)aniino- 1 -(pyrid-2-y I)- 1,2,3,4" 
tetrahydroisoquinolin-3-one 

4-(N'-(3, 5-difluorophenylacetyl)-L-alaninyl)amino-l-(pyrid-3-yl)-l, 2,3,4- 
tetrahy droisoquinolin-3 -one 

4-(N ' -(3 , 5-difluoropheny lacety l)-L-alaniny l)amino- 1 -(py rid-4-y 1)- 1,2,3,4- 
tetrahydroisoquinolin-3-one 

3-[N'-(3,5-difluorophenylacetyl)-L-alaninyl]-amino-l-methyl-2-indolin^ 

3-[N'-(3,5-difluorophenylacetyl)-L-alaninyl]amino-l-methyl-4-phenyl-3,4- 
rraAZ^-dihydrocarbostyril 

3-[N'-(3,5-difluorophenylacetyl)-L-alaninyl]ammo-l-melliyl-4-phenyl^^ 
cz5-dihydrocarbostyril 

3-[N'-(3,5-difluorophenylacetyl)-L-alamnyl]amino-4-phenyl-3,4-rra/25- 
dihydrocarbostyril 

l-(N'-(3, 5-difluorophenylacetyl)-L-alaninyl)amino-3-methyl-l, 3,4,5- 
tetrahy dro-2H-3 -benzazepin-2-one 

1 -(S)-(N '-(3 , 5-difluoropheny lacety l)-L-alaninyl)amino-3-ethy 1-4' -fluoro- 

1 . 3 .4 . 5- tetrahydro-2H-3-benzazepin-2-one 

3-(3 , 5-difluoropheny lacety l)amino- 1 -ethy 1-5 , 5-dimethyl- 1 , 3 , 4 , 5-tetrahydro- 
2H- 1 -benzazepin-2-one 

3-(N '-(3,5 -difluoropheny lacety l)-L-alaninyl)amino- 1,3,4 , 5-tetrahy dro-2H- 1 - 
benzazepin-2-one 

3-(N'-(3,5-difluorophenylacetyl)-L-alaninyl)amino-l-benzyl-l, 3,4,5- 
tetrahydro-2H-3-benzazepin-2-one 

3-(N'-(cyclopentylacetyl)amino-l-ethyl-5,5-dimethyl-l,3,4,5-tetrahydro-2H- 
1 -benzazepin-2-one 
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3-(S)-(N '-(3,5 -difluoropheny lacety l)-L-alaniny l)amino- 1 -methyl- 1,3,4,5- 
tetrahy dro-2H- 1 -benzazepin-2-one 

3-(N'-(3,5-difluorophenylacetyl)-L-alamnyl)amino-l,5-dimethyl-l, 3,4,5- 
5 tetrahy dro-2H- 1 -benzazepin-2-one 

3-(3,5-difluorophenylacetyl)amino-l,5-dimethyl-l,3,4,5-tetrahydro-2H-l- 
benzazepin-2-one 

10 3-(S)-(N'-(3,5-difluorophenylacetyl)-L-alaninyl)amino-l-methyl-5-oxa- 

1,3,4, 5 - tetrahy dro-2H- 1 -beiizazepin-2-one 

3-(S)-(N'-(3,5-difluorophenylacetyl)-L-aianinyi)amino-l-ethyl-5-oxa- 
1,3,4,5 -tetrahy dro-2H- 1 -beiizazepin-2-one 

15 

3-(S)-(N '-(3 ,5-difluorophenylacetyI)-L-alaniny l)amino- 1 -methyl-5-thia- 
1 , 3 ,4 , 5-tetrahy dro-2H- 1 -benzazepin-2-one 

5-{N'-(3,5-difluorophenylacetyl)-L-alaninyl}-amino-3,3-dimethyl-5,7- 
20 dihy dro-6H-benz[b] azepiii-6-one 

5-{N ' -(3 ,5-difluoropheny lacety l)-L-alaninyl}amino-3 ,3 ,7-trimethyi-5 ,7- 
dihydro-6H-benz[b] azepin-6-one 

25 5-{N'-[(S)-3,5-difluoromandelyl]-L-alaninyl}amino-3,3,7-trimethyl-5,7- 

dihy dro-6H-benz [b] azepin-6-one 

1-(N '-(3 ,5-difluoropheny lacety I)-L-alaninyl)amino-5-phenyl- 1,3,4,5- 
tetrahydro-2H-3-benzazepin-2-one 

30 

3-(N ' -(3 , 5-difluoropheny lacety l)-L-alaninyl)amino- 1 -ethy 1-5 ,5-dimethyl- 
1 ,3 ,4,5-tetrahydro-2H-l-beiizazepin-2-one 

5-(S)-[N'-(3,5-difluorophenylacetyl)-L-alaninyl]amino-7-methyl-5,7- 
35 dihydro-6H-dibenz[b,d]azepin-6-one 

5-(S)-[N'-((S) and (R)-3, 5-difluoropheny 1-a-hydroxy acetyl)-L- 
alaniny 1] amino-7-niethy 1-5 ,7-dihydro-6H-dibenz[b , d] azepin-6-one 

40 5-(S)- [N ' -(3 , 5-difluoropheny l-Q:-ketoacetyl)-L-alaniny I] amino-7-methy 1-5 ,7- 

dihy dro-6H-dibenz [b , d] azepin-6-one 

5-(S)-[N'-(3,5-difluorophenylacetyl)-L-valinyl]amino-7-methyl-5,7-dihydro- 
6H-dibenz [b , d] azepin-6-one 

45 

5-(S)- [N ' -(3 , 5-difluoropheny lacety l)-L-rerf-leucinyl] amino-7-methy 1-5 , 7- 
dihy dro-6H-dibenz [b , d] azepin-6-one 
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5-(S)-[N'-((S)-3,5-difluorophenyl-a:-hydroxyacetyl)-L-valinyl]amino-7- 
methyl-5,7-ciihydro-6H-dibenz[b,d]azepin-6-one 

5-(S)-[N'-((S)-3,5-difluorophenyl-a-hydroxyacetyl)-L-re/t-leucinyl]amino-7- 
5 methyl-5 ,7-dihydro-6H-dibenz[b,d]azepin-6-one 

5-[N'-(3,5-difluorophenylacetyI)-L-alaninyl]amino-7-(methoxyacetyl)-5,7- 
dihy dro-6H-dibenz [b , d] azepin-6-one 

10 5-[N'-(3,5-difluorophenylacetyl)-L-alaninyl]amino-7-(methylcarboxylate)- 

5,7-dihydro-6H-dibenz[b,d]azepin-6-one 

5- [N ' - (3 , 5 -difluoropheny lacety l)-L-alaniny 1] amino-7-(3 , 3-dimethy 1-2- 
butanoy l)-5 , 7-dihy dro-6H-dibenz [b , d] azepin-6-one 

15 

5-[N'-(3,5-difluorophenylacetyl)-L-alaiiinyl]amino-7-(morpholinylacetyO 
5 , 7-dihydro-6H-dibeiiz [b , d] azepin-6-one 

5-(S)-(N'-((S)-( + )-2-Hydroxy-3-methylbutyryl)-L-alaninyl)amino-7-methyl- 
20 5 ,7-dihydro-6H-dibenz[b,d]azepin-6-one 

5 - [N ' -cy clopenty 1-a-hy droxy acety 1)-L- valiny 1] amino-7-methy 1-5 , 7-dihydro- 
6H-dibenz [b , d] azepin-6-one 

25 5-(S)-(N'-((S) and (R)-33-dimethyl-2-hydroxybutyryl)-L-alaninyl)amino-7- 

methyl-5 ,7-dihydro-6H-dibenz[b,d]azepin-6-one 

5-[N'-cyclopentyl-a-hydroxyacetyl)-L-rm-leucinyl]amino-7-methyl-5,7- 
dihydro-6H-dibenz[b,d]azepin-6-one 

30 

5- [N ' -cyclopenty 1-a-hydroxyacety l)-L-alaninyl] amino-7-methy 1-5 , 7-dihydro- 
6H-dibenz[b ,d] azepin-6-one 

5- [N ' -(3 , 5-difluoropheny lacety l)-L-alaninyl] amino-5 , 7-dihy dro-6H , 7H- 
35 dibenz [b , d] azepin-6-one 

5 - [N ' - (3 , 5 -difluoropheny lacety l)-L-alaninyl] amino-7-(2-methy Ipropy l)-5 , 7- 
dihydro-6H-dibenz[b,d]azepin-6-one 

40 5-[N ' -(2-hydroxy-3-methylbutyry l)-L-valiny l]amino-7-methy 1-5 , 7-dihydro- 

6H-dibenz [b , d] azepin-6-one 

5-(S)-[N'-((S and R)-2-hydroxy-3,3'dimethylbutyryl)-L-valinyl]amino-7- 
methy 1-5 , 7-dihy dro-6H-dibenz[b , d] azepin-6-one 

45 

5-{N'-(4-phenyl-furazan-3-yl)aianinyl}-amino-7-methy 1-5, 7-dihy dro-6H- 
dibenz [b , d] azepin-6-one 
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5-{N'-(3,5-difluorophenylacetyI)-L-alaninyl}amino-7-methyl-l,2,3,4,5,7- 
hexahy dro-6H-dicy clohexy 1 [b , d] azepin-6-one 

5- { N ' -(3 , 5-difluoropheny lacety l)-L-aianiny 1 } amino-7-phenbuty 1-5 , 7-dihydro- 
5 6H-dibenz[b,d]azepin-6-one 

5-{N'~(3,5-difluorophenylacetyl)-L-alaninyl}amino-7-cyclopropymethyI-5,7- 
dihy dro-6H-dibenz [b , d] azepin-6-one 

10 5-{N'-(3,5-difluorophenylacetyl)-L-alaninyl}amino-7-(2',2\2'- 

trifluoroethyl)-5,7-dihydro-H-dibenz[b,d]azepin-6-one 

5-{N'-(3,5-difluorophenylacetyl)-L-alaninyl}amino-7-cyclohexyl-5,7- 
dihy dro-6H-dibenz[b , d] azepin-6-one 

15 

5-{N'-[(S)-3,5-difluoromandelyl]-L-alaninyl}amino-9-fluoro-7-methyl-5,7- 
dihy dro-6H-dibenz [b , d] azepin-6-one 

5- { N ' - [(S)-3 , 5-difluoromandely 1] -L-alaniny 1 } -amino- 1 3 -fluoro-7-methy 1-5 , 7- 
20 dihy dro-6H-dibenz [b , d] azepin-6-one 

5-{N'-[(S)-3,5-difluoromandelyl]-L-alaninyl}amino-10-fluoro-7-methyl-5,7- 
dihy dro-6H-dibenz [b , d] azepin-6-one 

25 5- { N ' - [(S)-3 , 5-difluoromandely 1] -L-alaniny i}amino-7-cy clopropy Imethy 1- 

5 ,7-dihydro-6H-dibenz[b,d] azepin-6-one 

5- {N ' - [(S)-3 , 5-difluoromandely 1] -L-alaninyl}amino-7-phenbutyl-5 , 7- 
dihy dro-6H-dibenz [b , d] azepin-6-one 

30 

5-{N'-[(S)-3,5-difluoromandelyl]-L-valinyl}amino-7-cyclopropylmethyl-5,7- 
dihydro-6H-dibenz [b , d] azepin-6-one 

5- { N ' -[(S)-3 , 5-difluoromandely 1] -L-valiny 1} amino-7-phenbuty 1-5 , 7-dihydro- 
35 6H-dibenz[b,d]azepin-6-one 

5-{N'-[(S)-3,5~difluoromandeIyl]-L-valinyI}amino-7-hexyl-5,7-dihydro-6H- 
dibenz [b , d] azepin-6-one 

40 5-{N'-[(S)-3,5-difluoromandelyl]-L-valinyl}amino-10-fluoro-7-methyl-5,7- 

dihy dro-6H-dibenz[b , d] azepin-6-one 

5-{N'-[(S)-3,5-difluoromandeIyl]-L-valinyl}amino-13-fluoro-7-methyl-5,7- 
dihydro-6H-dibenz[b,d]azepin-6-one 

45 

5-{N'-[(S)-3,5-difluoromandelyl]-L-valinyl}amino-9-fluoro-7-methyl-5,7- 
dihydro-6H-dibenz [b , d] azepin-6-one 
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3-(N ' -(3 , 4-methy ienedioxypheny lacety l)-L-alaniny l)aniino-2 , 3-dihy dro- 1 - 
methyl-5-phenyl-lH-l,4-benzodiazepin-2-one 

3KN'-(2-methoxyphenoxyacetyl)-L-alaninyl)amino-2,3-dihydro-l-methyl-5- 
5 phenyl-lH-1 ,4-benzodiazepin-2-one 

3-(N ' -(4-isopropy Iphenoxy acety l)-L-alaniny l)amino-2 ,3-dihydro- 1 -methy 1-5- 
phenyl-lH-1 ,4-benzodiazepin-2-one 

1 0 3-(N ' -(ethoxy acety l)-L-alaniny l)amino-2 , 3 -dihy dro- 1 -methy 1-5 -phenyl- 1 H- 

1 ,4-benzodiazepin-2-one 

3-(N'-(4-phenoxyphenylacetyl)-L~alanmyl)amino-2,3--dihydro-l-methyl-5- 
phenyl-lH-1 ,4-benzodiazepin-2-one 

15 

3-(N ' -(4-ethoxypheny lacety l)-L-alaiiinyl)amino-2 , 3-dihydro- 1 -methyl-5- 
phenyI-lH-1 ,4-benzodiazepin-2-one 

3-(N ' -(2 , 5-dimethoxypheny lacetyl)-L-alaninyl)aniino-2 , 3-dihydro- 1 -methy 1- 
20 5-phenyl-lH-l ,4-benzodiazepin-2-one 

3-(N ' -(3 , 5-difluorobenzoy l)-L-alaniny l)amino-2 , 3-dihydro- 1 -methy 1-5- 
phenyl-lH-1 ,4-benzodiazepin-2-one 

25 3-(N ' -(o-toly lacety l)-L-alaninyl)amino-2 , 3-dihydro- 1 -methy 1-5 -phenyl- 1 H- 

1 ,4-benzodiazepin-2-one 

3-(N ' -(3 , 3-dipheny Ipropiony l)-L-alaniny l)amino-2 , 3-dihydro- 1 -methy 1-5- 
phenyl-lH-1 ,4-benzodiazepin-2-one 

30 

3-(N'-(3-phenoxypropionyl)-L-alaninyl)amino-2,3-dihydro-l-methyl-5- 
phenyl-lH-l ,4-benzodiazepin-2-one 

3-(N'-(indole-3-acetyl)-L-alaninyl)amino-2,3-dihydro-l-methyl-5-phenyl-lH- 
35 1 ,4-benzodiazepin-2-one 

3-(N'-(4-(trifluoromethyl)pheny lacety l)-L-alaninyl)amino-2, 3-dihydro- 1 - 
methyl-5-phenyl-lH- 1 ,4-benzodiazepin-2-one 

40 3-(N ' -((4-methy lphenoxy)acetyl)-L-alaninyl)amino-2 , 3-dihydro- 1 -methy 1-5- 

phenyl-lH-1 ,4-benzodiazepin-2-one 

3-(N'-(4-(hydroxymethyl)phenoxyacetyl)-L-alaninyl)amino-2,3-dihydro-l- 
methy 1-5-pheny 1- IH- 1 ,4-benzodiazepin-2-one 

45 

3-(N'-(2-phenoxyphenylacetyl)-L-alaninyl)amino-2,3-dihydro-l-methyl-5- 
phenyl-lH- 1 ,4-benzodiazepin-2-one 
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3-(N ' -(3-phenoxypheny lacety I)-L-alaniny l)amino--2 , 3-dihyciro- 1-methy 1-5- 
phenyl-lH-1 ,4-benzodiazepin-2-one 

3-(N ' -(3 ,4-dichiorophenoxy acety l)-L-alaniny l)amino-2 , 3-dihydro- 1 -methy 1- 
5 5-phenyl-lH-l ,4-benzodiazepin-2-one 

3-(N ' -(4-fluorophenoxy acety l)-L-alaniny l)amino-2 , 3-dihydro- 1 -methy 1-5- 
pheny 1- 1 H- 1 ,4-benzodiazepin-2-one 

10 3-(N ' -(methylthio)acetyl)-L-alaninyl)amino-2, 3-dihydro- 1 -methy 1-5-phenyl- 

IH- 1 ,4-benzodiazepin-2-one 

3-(N ' -(methoxy acety l)-L-alaninyl)amino-2 , 3-dihydro- 1 -methy 1-5-phenyl- IH- 
1 ,4-benzodiazepin-2-one 

15 

(S)-3-(N ' -(phenoxy acety l)-L-alaninyl)amino-2 , 3 -dihydro- 1 -methy 1-5-phenyl- 
lH-1 ,4-benzodiazepin-2-one 

(S)-3-(N ' -(pheny lacety l)-L-alaniny l)amino-2 , 3-dihydro- 1 -methy 1-5-phenyl- 
20 1 H- 1 , 4-benzodiazepin-2-one 

(S)-3-(N ' -(2-phenoxybutyry l)-L-alaniny l)amino-2 , 3-dihydro- 1 -methy 1-5- 
pheny 1- 1 H- 1 ,4-ben2odiazepin-2-one 

25 (S)-3-(N ' -(3-methoxyphenoxy acety l)-L-alaninyl)amino-2 , 3-dihydro- 1 - 

methy l-5-phenyl-lH-l,4-benzodiazepin-2-one 

(S)-3-(N'-(4-(trifluoromethyl)phenylacetyl)glycinyl)-L-alaninyl)amino-2,3- 
dihydro- 1 -methy 1-5 -pheny 1- 1 H- 1 ,4-benzodiazepin-2-one 

30 

(S)-3-(N'-(4-butoxyphenylacetyl)-L-alaiiinyl)amino-2,3-dihydro-l-methyl-5- 
phenyl-lH-l ,4-benzodiazepin-2-one 

(S)-3-(N ' -(3-(2-methoxypheny Opropiony l)-L-alaninyl)amino-2 , 3-dihydro- 1 - 
35 methyl-5-phenyl-lH-l ,4-benzodiazepin-2-one 

(S)-3-'(N ' -(4-fluoropheny lacety l)-L-alaninyl)amino-2 , 3-dihydro- 1 -methy 1-5- 
pheny 1- 1 H- 1 ,4-benzodiazepin-2-one 

40 (S)-3-(N ' -(isopropoxy lacety l)-L-alaninyl)amino-2 , 3-dihydro- 1 -methy 1-5- 

pheny 1- IH- 1 , 4-benzodiazepin-2-one 

(S)-3-(N'-( 1 -pheny 1- lH-tetrazoIe-5-acetyl)-L-alaninyl)amino-2 , 3-dihydro- 1 - 
methy 1-5 -pheny 1- 1 H- 1 , 4-benzodiazepin-2-one 

45 

(S)-3-(N'-(3-(3,4-methylenedioxyphenyl)propionyl)-L-alamnyl)amino-2,3- 
dihydro- 1 -methy 1-5-phenyl- 1 H- 1 , 4-benzodiazepin-2-one 
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(S)-3-(N'"(3-cyclopentyipropionyl)-L-aianinyI)amino-23-dihydro-l-methyl- 
5-pheny 1- IH- 1 ,4-benzodiazepin-2-one 

(S) -3 ~( N ' -(2-cy clopentene- 1 -acety l)-L-alaniny l)amino-2 3-dihy dro- 1 -methy 1- 
5 S-phenyl-lH-l ,4-benzodiazepin-2-one 

(S)-3-(N ' -(2-chloro-6-fluoropheny lacety l)-L-alaniny l)amino-2 , 3-dihydro- 1 - 
methy 1-5-pheny 1- IH- 1 ,4-benzodiazepin-2-one 

10 (S)-3-(N ' -(cyclohexy lacety l)-L-alaniny l)amino-2 , 3-dihydro- 1 -methy 1-5- 

pheny 1- 1 H- 1 ,4-benzodiazepin-2-one 

(S)-3-(N ' -(2 , 5-difluoropheny lacety l)-L-alaninyl)amino-2 , 3-dihydro- 1 - 
methy 1-5-pheny 1- IH- 1 ,4-benzodiazepin-2-one 

15 

(S)-3-(N ' -(pentafluorophenoxyacety l)-L-aianiny l)amino-2 , 3-dihydro- 1 - 
methy 1-5 -phenyl- IH- 1 ,4-benzodiazepin-2-one 

(S)-3-(N ' -(3 , 5-dimethy Iphenoxy acety l)-L-alaniny l)amino-2 , 3-dihy dro- 1 - 
20 methyl-5-phenyl-lH-l ,4-benzodiazepin-2--one 

(S)-3-(N'-'(4-chlorophenylacetyl)-L-alaninyl)amino-2,3-dihydro-l-methyl-5- 
phenyl-lH-1 ,4-benzodiazepin-2-one 

25 (S)-3-(N ' -(3-chlorophenoxyacetyl)-L-alaniny l)amino-2 , 3-dihydro- 1 -methy 1- 

5-phenyl-lH-l ,4-benzodiazepin-2-one 

(S)-3-(N ' -(benzo [b] thiophene-3 -acety l)-L-alaninyl)amino-2 , 3-dihydro- 1 - 
methy 1-5-pheny 1- IH- 1 ,4-benzodiazepin-2-one 

30 

(S)-3-(N'-(benzoylformyI)-L-alaninyl)amino-2,3-dihydro-l-methyl-5-phenyl- 
lH-1 ,4-benzodiazepin-2-one 

(S)-3-(N ' -(3 , 5-dimethoxypheny lacety l)-L-alaninyl)amino-2 , 3-dihy dro- 1 - 
35 methyl-5-pheny 1- IH- 1 ,4-benzodiazepin-2-one 

(S)-3-(N'-(2,5-dimethylphenylacetyl)-L-alaninyl)amino-2,3-dihydro-l- 
methy 1-5 -phenyl- 1 H- 1 , 4-benzodiazepin-2-one 

40 (S)-3-(N ' -(2 , 6-difluoropheny lacety l)-L-alaninyl)amino-2 , 3-dihy dro- 1 - 

methyl-5-phenyl-lH-l,4-benzodiazepin-2-one 

(S)-3-(N'-(2,4-difluorophenylacetyl)-L-alaninyl)amino-2,3-dihydro-l- 
methy 1 -5 -pheny 1- 1 H- 1 , 4-benzodiazepin-2-one 

45 

(S)-3-(N'-(mesityIacetyl)-L-alaninyl)amino-2,3-dihydro-l-methyl-5-phenyl- 
lH-1 ,4-benzodiazepin-2-one 
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(S)-3-{N'-(4-biphenylacetyl)-L-aianinyl)amino-23-dihydro-l-methyl-5- 
phenyl-lH-1 ,4-benzodiazepin-2-one 

(S)-3-(N ' -(3 ,4-difluorophenylacety l)-L-alaninyl)amino-2 , 3-dihydro- 1 - 
methyl-5-phenyl-lH-l,4"benzodiazepin-2-one 

(S)-3-(N'-(trans-styrylacetyl)-L-alaninyl)amino-2,3-dihydro-l-methyl-5- 
pheny 1- 1 H- 1 , 4-benzodiazepin-2-one 

(S)-3-(N ' -(3-benzoy Ipropiony l)-L-alaniny l)amino-2 , 3-dihydro- 1 -methy 1-5- 
phenyl- IH- 1 ,4-beiizodiazepin-2-one 

(S)-3-(N'-(trans-3-hexenoyl)-L-alaninyl)amino-2,3-dihydro-l-methyl-5- 
phenyl- 1 H- 1 ,4-benzodiazepin-2-one 

(S)-3-(N ' -(heptanoyl)-L-alaniny l)amino-2 , 3-dihydro- 1 -methyI-5-pheny 1- IH- 
1 ,4-benzodiazepin-2-one 

(S)-3-(N'-(3-(4-methylphenyl)propionyl)-L-alaninyl)amino-2,3-dihydro-l- 
methyl-5-phenyl-lH-l,4-benzodiazepin-2-one 

(S)-3-(N'-(3-(4-chlorophenyl)propionyl)-L-alaninyi)amino-2,3-dihydro-l- 
methy 1-5 -phenyl- 1 H- 1 , 4-benzodiazepin-2-one 

(S)-3-(N'-(3-phenylbutyryl)-L-alaninyl)amino-2,3-dihydro-l-methyl-5- 
pheny 1- IH- 1 ,4-benzodia2epin-2-one 

(S)-3-(N ' -(4-(4-methoxypheny l)buty ry l)-L-alaniny l)amino-2 , 3-dihydro- 1 - 
methyl-5-phenyl-lH-l,4-benzodiazepin-2-one 

(S)-3-(N'-(3-methoxycarbonylpropionyl)-L-alaninyl)amino-2,3-dihydro-l- 
methy 1-5-pheny 1- 1 H- 1 ,4-benzodiazepin-2-one 

(S)-3-(N ' -(4-pheny Ibuty ry I)-L-alaniny l)amino-2 , 3-dihydro- 1 -methy 1-5- 
pheny 1-1 H-1 ,4-benzodiazepin-2-one 

(S)-3-(N'-(3-(benzylthio)propionyl)-L-alaninyl)amino-2,3-dihydro-l-methyl- 
5-phenyl- lH-1 ,4-benzodiazepin-2-one 

(S)-3-(N ' -(3-methy Ipentanoy l)-L-alaniny l)amino-2 , 3-dihydro- 1 -methy 1-5- 
pheny 1- IH- 1 ,4-benzodiazepin-2-one 

(S)-3-(N ' -(6-methoxycarbony Iheptanoy l)-L-alaniny l)amino-2 , 3-dihydro- 1 - 
methy 1-5 -phenyl- 1 H- 1 , 4-benzodiazepin-2-one 

(S)-3-(N'-(2-indanylacetyl)-L-alaninyl)amino-2,3-dihydro-l-methyl-5- 
phenyl- IH- 1 ,4-benzodiazepin-2-one 
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(S)-3-(N ' -(4-methoxypheny iacety l)-L-alaniny l)amino-2 , 3-dihy dro- 1 -methy 1- 
5-phenyl- IH- 1 ,4-benzodiazepin-2-one 

(S)-3-(N'-(2"Chlorophenoxyacety l)-L-alaniny l)amino-2 , 3-dihy dro- 1 -methy 1- 
5 5-phenyl-lH-l ,4-benzodiazepin-2-one 

(S)-3-(N'-{2-thiopheneacetyl)-L-alaninyl)amino-2,3'dihydro-l-methyl-5- 
phenyl-lH-1 ,4-benzodiazepin-2-one 

10 (S)-3-(N'-(3-(trifluoromethyl)phenylacetyl)-L-alamnyl)amino-2,3-dihyd 

methyl-5-phenyI-lH-l,4-ben2odiazepin-2-one 

(S)-3-(N'-(4-tolylacetyl)-L-alaninyl)amino-2,3-dihydro-l-methyl-5-phenyl- 
lH-1 ,4-benzodiazepin-2-one 

15 

(S)-3-(N ' -(2 , 6-difluoromandely l)-L-alaniny l)amino-2 ,3-dihydro- 1 -methyl-5- 
pheny 1- 1 H- 1 ,4-benzodiazepin-2-one 

(S)-3-(N ' -(-(4-methoxypheny l)propionyl)-L-alaninyl)amino-2 , 3-dihy dro- 1 - 
20 methy 1-5-phenyl- IH- 1 ,4-benzodiazepin-2-one 

(S)-3-(N'-(3,5-difluorophenylacetyl)-L-alaninyl)amino-2,3-dihydro-l- 
methy 1-5-phenyl- 1 H- 1 , 4-benzodiazepin-2-one 

25 (S)-3-(N ' -(m-toly lacety l)-L-alaniny l)amino-2 , 3-dihydro- 1 -methy 1-5-phenyl- 

lH-1 ,4-benzodiazepin-2-one 

(S)-3-(N ' -(3-fluoropheny lacety l)-L-alaninyl)amino-2 , 3 -dihydro- 1 -methy 1-5- 
phenyl-lH-1 ,4-benzodiazepin-2-one 

30 

(S)-3-(N ' -(4-chlorophenoxy acety l)-L-alaniny l)amino-2 , 3-dihydro- 1 -methy 1- 
5-phenyl- IH- 1 ,4-benzodiazepin-2-one 

(S)-3-(N'-(2-naphthylacetyl)-L-alaninyl)amino-2,3-dihydro-l-methyl-5- 
35 phenyl-lH-1 ,4-benzodiazepin-2-one 

(S)-3-(N'-(3-chlorophenylacetyl)-L-alaninyl)amino-2,3-dihydro-l-methyl-5- 
phenyl-lH- 1 ,4-benzodiazepin-2-one 

40 (S)-3-(N ' -(3-methylphenoxy acety l)-L-alaninyl)amino-2 , 3-dihydro- 1 -methy 1- 

5-pheny 1- 1 H- 1 , 4-benzodiazepin-2-one 

(S)-3-(N'-(3,4-methylenedioxyphenylacetyl)-L-alaninyl)amino-2,3-dihydro- 
1 -methy 1-5-phenyl- 1 H- 1 , 4-benzodiazepin-2-one 

45 

(S)-3-(N ' -(2-methoxyphenoxy acety l)-L-alaninyl)amino-2 , 3-dihydro- 1 - 
methy 1-5-phenyl- 1 H- 1 ,4-benzodiazepin-2-one 
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(S)-3-(N ' -(4-isopropy Iphenoxy acety l)"L-alaniny l)amino-2 , 3-clihy dro- 1 - 
methyl-5-phenyl-lH-l,4-benzodiazepin-2-one 

(S)-3-(N ' -(4-phenoxypheny lacety l)"L-alaniny l)ammo-2 , 3-dihydro- 1 -methy 1- 
5 5 -phenyl- 1 H- 1 ,4-benzodiazepin-2-one 

(S)-3-(N'-(phenylmercaptoacetyl)-L-alaninyl)amino-2,3-dihydro-l-methyl-5- 
phenyl-lH-1 ,4-benzodiazepin-2-one 

10 (S)-3-(N ' -(4-ethoxypheny lacety l)-L-alaniny l)amino-2 , 3-dihy dro- 1 -methyl-5- 

pheny 1- 1 H~ 1 , 4-benzodiazepin-2-one 

(S)-3-(N'-(2,5-dimethoxyphenylacetyl)-L-alamnyl)amino-2,3-dihydr^^ 
methy 1-5-phenyl- 1 H- 1 ,4-benzodiazepin-2-one 

15 

(S)-3-(N ' -(o-toly lacety l)-L-alaninyl)amino-2 , 3-dihy dro- 1 -methy 1-5-phenyl- 
lH-1 ,4-benzodiazepin-2~one 

(S)-3-(N ' -(3 , 3-dipheny Ipropiony l)-L-alaninyl)amino-2 , 3-dihy dro- 1 -methyl-5- 
20 phenyl- IH- 1 ,4-benzodiazepin-2-one 

(S)-3-(N'-(3-phenoxypropionyl)-L-alamnyl)amino-2,3-dihydro-l-methyl-5- 
pheny 1- IH- 1 ,4-benzodiazepin-2-one 

25 (S)-3-(N ' -(indole-3-acetyl)-L-alaninyl)amino-2 , 3-dihydro- 1 -methy 1-5-phenyl- 

lH-1 ,4-benzodiazepin-2-one 

(S)-3-(N'-(4-(trifluoromethyl)phenylacetyl)-L-alaninyl)amino-2,3-dihydro-l- 
methy 1-5-phenyl- 1 H- 1 ,4-benzodiazepin-2-one 

30 

(S)-3-(N ' -(3 ,5-bis(trifluoromethyl)pheny lacety l)-L-alaninyl)amino-2 , 3- 
dihydro- 1 -methy 1-5-pheny 1- IH- 1 ,4-benzodiazepin-2-one 

(S)-3-(N ' -(2-phenoxypheny lacety l)-L-alaninyI)amino-2 , 3-dihydro- 1 -methy 1- 
35 5-pheny 1- IH- 1 ,4-benzodiazepin-2-one 

(S)-3-(N ' -(3-phenoxypheny lacety l)-L-alaninyl)amino-2 , 3-dihydro- 1 -methy 1- 
5-pheny HH- 1 ,4-benzodiazepin-2-one 

40 (S)-3-(N'-(4-fluorophenoxyacetyl)-L-alaninyl)amino-2,3-dihydro-l-methyl-5- 

phenyl-lH-l,4-benzodiazepin-2-one 

(S)-3 - (N ' -(2 ,4-dichloropheny lacety O-L-alaniny l)amino-2 , 3-dihy dro- 1 - 
methyl-5-phenyl-lH-l ,4-benzodiazepin-2-one 

45 

(S)-3-(N '-((methy lthio)acetyl)-L-alaninyl)amino-2, 3-dihy dro- 1 -methy 1-5- 
phenyl-lH- 1 ,4-benzodiazepin-2-one 
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(S)-3-(N ' -(4-fluoromandely l)-L-alaniny l)amino-2 , 3-dihydro- 1 -methy 1-5- 
phenyl-lH-1 ,4-benzodiazepin-2-one 

(S)-3-(N'-(4-thionaphthenacetyl)-L-alaninyl)amino-23-dihydro-l-methyl-5- 
5 phenyl- IH- 1 ,4-benzodiazepin-2-one 

(S)-3-(N ' -(methoxy acety l)-L-alaniny l)amino-2 , 3-dihydro- 1 -methy 1-5 -phenyl- 
lH-1 ,4-benzodiazepin-2-one 

10 (S)-3-(N'-(ethoxyacetyl)-L-alaninyl)amino-2,3>dihydro- 1 -methy I-5-phenyl- 

IH- 1 ,4-beiizodiazepin-2-one 

(S)-3-(N'-(3-indolepropionyl)-L-alaninyi)amino-2,3-dihydro-l-methyl-5- 
phenyl-lH-1 ,4-benzodiazepin-2-one 

15 

(S)-3-(N'-(3-(2-chlorophenyl)propionyl)-L-alaninyl)amino-2,3-dihydro-l- 
methy 1-5-pheny 1- IH- 1 ,4-benzodiazepin-2-one 

(S)-3-(N ' -(butyry l)-L-alaniny l)amino-2 , 3-dihydro- 1 -methy 1-5-pheny 1- IH- 
20 1 ,4-ben2odiazepin-2-one 

(S)-3-(N'-(hexanoyl)-L-alaninyl)amino-2,3"dihydro-l-methyl-5-phenyl-lH- 
1 ,4-benzodiazepin-2-one 

25 (S)-3-(N'-(5-phenylpentanoyl)-L-aianinyI)amino-2,3-dihydro-l-methyl-5- 

phenyl-lH-1 ,4-benzodiazepin-2-one 

(S)-3-(N'-(4-(2-thienyl)butyryl)-L-alaninyl)amino-2,3-dihydro-l-methyl-5- 
phenyl-lH-1 ,4-benzodiazepin-2-one 

30 

(S)-3-(N ' -(4-nitrophenoxy acety l)-L-aianinyl)amino-2 , 3-dihydro- 1 -methy 1-5- 
pheny 1- 1 H- 1 , 4-benzodiazepin-2-one 

(S)-3-(N'-(3-(3-methoxyphenyl)propionyl)-L-alaninyl)amino-2,3-dihydro-l- 
35 methyl-5-phenyl-lH-l ,4-benzodiazepin-2-one 

(S)-3-(N'-(5-methylhexanoyl)-L-alaninyl)amino-2,3-dihydro-l-methyl-5- 
phenyl-lH-1 ,4-benzodiazepin-2-one 

40 (S)-3-(N'-(hydrocinnamyl)-L-alamnyl)amino-2,3-dihydro-l-methyl-5-phenyl- 

lH-1 ,4-benzodiazepin-2-one 

(S)-3-(N'-(octanoyl)-L-alaninyi)amino-2,3-dihydro-l-methyl-5-phenyl-lH- 
1 ,4-benzodiazepin-2-one 

45 

(S)-3-(N'-(3-(3-hydroxyphenyl)propionyl)-L-alaninyl)amino-2,3-dihydro-l- 
methy 1-5-pheny l-lH-l,4-ben2odiazepin-2-one 
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(S)-3-(N'-(3-(4-hydroxyphenyl)propionyl)-L-alaninyl)amino-2,3-dihydro-l" 
methyl-5-phenyl- IH- 1 ,4-benzodiazepin-2-one 

(S)-3-(N ' -(3 , 4 ,5-trifluorophenyiacety l)-L-alaniny l)amino-2 ,3-dihydro- 1 - 
5 methyl-5-pheny 1- IH- 1 ,4-benzodiazepin-2-one 

(S)-3-(N ' -(5-hydantoinacetyl)-L-alaninyl)amino-2 ,3-dihydro- 1 -methy 1-5- 
phenyI-lH-1 ,4-benzodiazepin-2-one 

10 (S)-3-(N'-(cyclopentylacetyl)-L-alaninyl)amino-2,3-dihydro-l-methyl-5- 

phenyl-lH-1 ,4-benzodiazepin-2-one 

(S)-3-(N'-(3-(trifluoromethyl)butyryl)-L-alaninyl)amino-2,3-dihydro-l- 
methy 1-5-pheny 1- 1 H- 1 , 4-benzodia2epin-2-one 

15 

(S)-3-(N'-(2-methyI-3-Benzoftiranacetyl)-L-alaninyl)amino-2,3-dihydro-l- 
methy 1-5-pheny 1- IH- 1 ,4-benzodiazepin-2-one 

(S)-3 -(N ' -(propiony l)-L-alaniny l)amino-2 , 3-dihydro- 1 -methy 1-5-pheny 1- 1 H- 
20 1 ,4-benzodiazepin-2-one 

(S)-3-(N'-(cyclopropylacetyl)-L-alaninyl)amino-2,3-dihydro-l-methyl-5- 
phenyl-lH-l,4-benzodiazepin-2-one 

25 (S)-3-(N'-(3-methoxypropionyl)-L-alaninyl)aminO'2,3-dihydro-l-methyl-5- 

pheny 1- 1 H- 1 ,4-benzodiazepin-2-one 

(S)-3-(N'-(5-(thienyl)pentanoyl)-L-alaninyl)amino-2,3-dihydro-l-methyl-5- 
pheny 1- 1 H- 1 , 4-benzodiazepin-2-one 

30 

(S)-3-(N ' -(3-(4-fluoropheny l)propionyl)-L-alaninyl)amino-2 , 3-dihydro- 1 - 
methy 1-5 -phenyl- lH-1 ,4-benzodiazepin-2-one 

(S)-3-(N'-(3-(4-fluorophenoxy)propionyl)-L-alaninyl)amino-2,3-dihydro-l- 
35 methyl-5-phenyl-lH-l ,4-benzodiazepin-2-one 

(S)-3-(N ' -(2-norbomaneacety l)-L-alaniny l)amino-2 , 3-dihydro- 1 -methyl-5- 
phenyl-lH-l,4-benzodiazepin-2-one 

40 (S)-3-(N ' -(2 , 3-difluoromandely l)-L-alaniny l)amino-2 , 3-dihydro- 1 -methyl-5- 

phenyl- IH- 1 ,4-benzodiazepin-2-one 

(S)-3-(N ' -(3-pentenoy l)-L-alaniny l)amino-2 , 3-dihydro- 1 -methy 1-5-phenyl- 
lH-1 ,4-benzodiazepin-2-one 

45 

(S)-3-(N'-'(4-(2,4-dichlorophenoxy)butyryl)-L-alaninyl)amino-2,3-dihydro-l- 
methy 1-5-pheny l-lH-l,4-benzodiazepin-2-one 
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(S)-3-(N'-(23-dichlorophenoxyacetyl)-L-alaninyl)amino--2,3-dihydro-l- 
methyl-5-phenyl-lH-l ,4-benzodiazepin-2-one 

(S)-3-(N'-(3-(4-cWorobeiizoyl)propionyl)-L-alaninyl)amino-2,3-dihydro-l- 
5 methyl-5-phenyl-lH-l,4-benzodiazepin-2-one 

(S)-3-(N'-(2-fluorophenyIacetyl)-L-alaninyl)amino-23-dihydro-l-meth^ 
phenyHH-1 ,4-benzodiazepin-2-one 

10 (S)-3-(N'-(2-(4-cyanophenoxy)-2-methyl propionyl)-L-aIaninyl)amino-2,3- 

dihy dro- 1 -methy 1-5-phenyl- 1 H- 1 , 4-benzodiazepin-2-one 



15 



30 



45 



(S)-3-(N'-(2-nitrophenylacetyl)-L-alaninyl)amino-2,3-dihydro-l-methyl-5- 
phenyl-lH-1 ,4-benzodiazepin-2-one 

(S)-3-(N'K4-(hydroxymethyl)phenoxyacetyl)"L-alaninyl)amino-2,3-dihydro- 
1 -methy 1-5-pheny 1- 1 H- 1 , 4-beiizodiazepin-2-one 



(S)-3-(N'K2-fluoro-3-(trifluorometliyl)phenylacetyl)-L-aianinyl)amino-2,^ 
20 dihydro- 1 -methyl-5-phenyHH- 1 ,4-benzodiazepin-2-one 

(S)-3~(N '-(2,4, 6- trifluoropheny lacety l)-L-alaniny l)amino-2 , 3 -dihydro- 1 - 
methyl-5-phenyl-lH-l,4-benzodiazepin-2-one 

25 (S)-3-(N'-(4-fluoro-2-(trifluoromethyl)phenylacetyl)-L-alaninyl)amino-2,3- 

dihydro- 1 -methy 1-5-pheny 1- 1 H- 1 , 4-benzodiazepin-2-one 



(S)-3-(N'-(4,4,4-trifluorobutyryl)-L-alaninyl)amino-23-dihydro-l-meth^ 
phenyl-lH-1 ,4-benzodiazepin-2-one 

(S)-3-(N'-(2-fluoro-4-(trifluoromethyl)phenylacetyl)-L-alaninyl)amino-2,3- 
dihydro- 1 -methyl-5-pheny 1- IH- 1 ,4-benzodiazepin-2-one 



(S)-3-(N ' -(4-bromopheny lacety l)-L-alaninyl)amino-2 , 3-dihydro- 1 -methy 1-5 
35 phenyl- 1 H- 1 ,4~benzodiazepin-2-one 

(S)-3-(N'-(3-(4-fluorobenzoyl)propionyl)-L-alanmyl)amino-2,3-dihydro-l- 
methyl-5-phenyl- IH- 1 ,4-benzodiazepin-2-one 

40 (S)-3-(N ' -((2-methy Iphenoxy )acety l)-L-alaniny l)amino-2 , 3-dihydro- 1 - 

methy 1-5-pheny 1- 1 H- 1 ,4-benzodiazepin-2-one 



(S)-3-(N'-(4-methoxyphenoxyacetyl)-L-alaninyl)amino-2,3-dihydro-l- 
methy 1-5-pheny 1- IH- 1 ,4-benzodiazepin-2-one 

(S)-3-(N'-(3-(phenylsulfonyl)propionyl)-L-alaninyl)amino-2,3-dihydro-l 
methy 1-5-pheny I- IH- 1 ,4-benzodiazepin-2-one 
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(S)-3-(N ' -(2-methoxyphenylacety l)-L-aianinyl)amino-2,3-ciihy(iro- 1 -methyl 
5-phenyl- IH- 1 ,4-benzodiazepin-2-one 

(S)-3-(N ' -(2-bromopheny lacety l)-L-alaniny l)amino-2 , 3-dihy dro- 1 -methy 1-5 
phenyl- 1 H- 1 , 4-benzodiazepin-2-one 

(S)-3-(N'-(p-isopropyl phenylacetyl)-L-alaninyl)amino-2,3-dihydro-l- 
methyl-5-pheny 1- IH- 1 ,4-benzodiazepin-2-one 

(S)-3-(N ' -(4-pentenoyl)-L-alanmy l)amino-2 , 3-dihydro- 1 -methyl-5-phenyl- 
IH- 1 ,4-benzodiazepin-2-one 

(S)-3-(N'-(4-hydroxyphenoxyacetyl)-L-alaniny l)amino-2 , 3-dihydro- 1 - 
methyl-5-phenyl-lH-l,4-benzodiazepin-2-one 

(S)-3-(N ' -(4-oxopentanoyl)-L-alamny l)amino-2 , 3-dihydro- 1 -methyl-5- 
phenyl-lH-1 ,4-benzodiazepin-2-one 

(S)-3-(N '-(2-hydroxypheny lacetyl)-L-alaninyl)amino-2 , 3-dihydro- 1 -methyl- 
5-phenyl- IH- 1 ,4-benzodiazepin-2-one 

(S)-3-(N'-(3,4-dimethoxyphenylacetyl)-L-alaninyl)amino-2,3-dihydro-l- 
methyl-5-pheny 1- 1 H- 1 ,4-benzodiazepin-2-one 

(S)-3 -(N '-(3-(4-methoxybenzoyl)propionyl)-L-alaniny l)amino-2 , 3-dihydro- 1 
methyl-5-pheny 1- IH- 1 ,4-benzodia2epin-2-one 

(S)-3-(N '-(thiophene-3-acety l)-L-alaniny I)amino-2 , 3-dihydro- 1 -methy 1-5- 
phenyl-lH-1 ,4-benzodiazepin-2-one 

(S)-3-(N'-(6-phenylhexanoyl)-L-aianinyl)amino-2,3-dihydro-l-methyl-5- 
phenyl- IH- 1 ,4-benzodiazepin-2-one 

(S)-3-(N ' -(isovalery l)-L-alaninyl)amino-2 , 3-dihydro- 1 -methy 1-5-pheny 1-1 H- 
1 ,4-benzodiazepin-2-one 

(S)-3-(N ' -(2 ,3 , 5-trifluoropheny lacety l)-L-alaiiinyl)amino-2, 3-dihydro- 1 - 
methy 1-5-pheny 1- 1 H- 1 ,4-benzodiazepin-2-one 

(S)-3-(N '-(2 ,4 ,5-trifluorophenylacetyl)-L-alaninyl)amino-2,3-dihydro- 1- 
methyl-5-phenyl-lH-l,4-benzodiazepin-2-one 

(S)-3-{N' -( 1 -adamantaneacety l)-L-alaninyl)amino-2 , 3-dihydro- 1 -methyl-5- 
phenyl-lH-1 ,4-benzodiazepin-2-one 

(S)-3-(N'-(cyclohexanepentanoyl)-L-alaninyl)amino-2,3-dihydro-l-methyl-5- 
phenyl-lH-1 ,4-benzodiazepin-2-one 
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(S)-3-(N'-(2-thiopheneacetyl)-L-phenylglycinyl)amino-2,3-ciihydro-l-methyl 
5-phenyl-lH- 1 ,4-benzodiazepin-2-one 

(S)-3-(N'-(3-(trifluoromethyl)phenylacetyl)-L-phenylglycinyl)amino-2,3- 
dihydro- 1 -methyl-5-phenyl- IH- 1 ,4-benzodiazepm-2-one 

(S)-3-(N'-(3,5-difIuorophenylacetyl)-L-phenylglycinyl)amino-2,3-dihydro-l- 
methyl-5-phenyl-lH-l,4-benzodiazepin-2-one 

(S)-3-(N '-(3-toly lacety l)-L-phenylglyciny l)amino-2 , 3-dihydro- 1 -methyl-5- 
phenyl- IH- 1 ,4-benzodiazepin-2-one 

(S)-3-(N'-(3-fluorophenylacetyl)-L-phenylglycinyl)amino-2,3-dihydro-l- 
methy 1-5-pheny 1- 1 H- 1 , 4-benzodiazepin-2-one 

(S)-3-(N'-(3-bromophenylacetyl)-L-phenylglycmyl)amino-2,3-dihydro-l- 
methy 1-5-pheny 1- 1 H- 1 , 4-benzodiazepin-2-one 

(S)-3-(N '-(3-chlorophenylacetyl)-L-pheny lglycinyl)amino-2 , 3-dihydro- 1 - 
methyl-5-phenyl- IH- 1 ,4-benzodiazepin-2-one 

(S)-3-(N'-(3,4-methylenedioxyphenylacetyl)-L-phenylglycinyl)amino-2,3- 
dihydro- 1 -methyl-5-phenyl- IH- 1 ,4-ben2odiazepin-2-one 

(S)-3-(N'-(phenylmercaptoacetyl)-L-phenylglycinyl)amino-2,3-dihydro-l- 
methyl-5-phenyl-lH-l ,4-benzodiazepin-2-one 

(S)-3-(N '-(acetyl)-L-phenylgIycinyl)amino-2 , 3-dihydro- 1 -methy 1-5-pheny 1- 
IH- 1 ,4-benzodiazepin-2-one 

(S)-3- (N ' -(3 , 5 -bis(trifluoromethyl)pheny lacety l)-L-phenylgly cinyl)amino- 
2 , 3-dihydro- 1 -methyl-5-phenyl-lH- 1 ,4-benzodiazepin-2-one 

(S)-3-(N'-((methylthio)acetyl)-L-phenylglycinyl)amino-2,3-dihydro-l- 
methyl-5-phenyl-lH- 1 ,4-benzodiazepin-2-one 

(S)-3-(N'-(phenoxyacetyl)-L-phenylglycinyl)amino-2,3-dihydro-l-methyl-5- 
phenyl- 1 H- 1 ,4-benzodiazepin-2-one 

(S)-3-(N ' -(phenylacetyl)-L-phenylglycinyl)amino-2 , 3-dihydro- 1 -methy 1-5- 
phenyl-lH-l ,4-benzodiazepin-2-one 

(S)-3-(N'-(cyclohexylacetyl)-L-phenylglycinyl)amino-2,3-dihydro-l-methyl- 
5-phenyl- IH- 1 ,4-benzodiazepin-2-one 

(S)-3-(N'-(2,5-difluorophenylacetyl)-L-phenylglycinyl)amino-2,3-dihydro-l- 
methyl-5-phenyl-lH-l,4-benzodiazepin-2-one 
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(S)-3-(N'-(benzo[b]thiophene-3-acetyl)-L-phenylglycinyl)amino-2.3-dihydro- 
l-methyl-5-phenyl-lH-l,4-benzodiazepin-2-one 

(S)-3-(N ' -(benzoylformy l)-L-pheny Iglyciny l)amino-2 ,3-dihydro- 1 -methy 1-5- 
phenyl-lH-1 ,4-benzodiazepin-2-one 

(S)-3-(N'-(2,6-difluorophenylacetyl)-L-phenylglycinyl)amino-2,3-dihydro-l- 
methyl-5-phenyl-lH-l,4-benzodiazepin-2-one 

(S)-3-(N'-(2,4-difluorophenylacetyl)-L-phenylglycinyl)amino-2,3-dihydro-l- 
methyl-5-phenyl-lH-l,4-benzodiazepin-2-one 

(S)-3-(N ' -(3 ,4-difluorophenylacetyl)-L-pheny Iglyciny l)amino-2 ,3-dihydro- 1 - 
methyl-5-pheny 1- IH- 1 ,4-benzodiazepin-2-one 

(S)-3-(N'-(butyryl)-L-phenylgIycinyl)amino-2,3-dihydro-l-methyl-5-phenyl- 
1 H- 1 ,4-benzodiazepin-2-one 

(S)-3-(N'-(heptanoyl)-L-phenylglycinyI)amino-2,3-dihydro-l-methyI-5- 
phenyl-lH-1 ,4-benzodiazepin-2-one 

(S)-3-(N'-(4-(2-thienyl)butyryl)-L-phenylglycinyl)amino-2,3-dihydro-l- 
methyl-5-phenyl-lH-l,4-benzodiazepin-2-one 

(S)-3-(N ' -(5-methylhexanoyl)-L-pheny Iglyciny l)amino-2 ,3-dihydro- 1 - 
methyl-5-phenyl- IH- 1 ,4-benzodiazepin-2-one 

(S)-3-(N'-(hydrocmnamyl)-L-phenylgIycinyl)amino-2,3-dihydro-l-methyl-5- 
phenyl-lH- 1 ,4-benzodiazepin-2-one 

(S)-3-(N ' -(cyclopentylacetyl)-L-pheny lglycinyl)amino-2 , 3-dihydro- 1 -methyl- 
5-phenyl-lH-l ,4-benzodiazepin-2-one 

(S)-3-(N ' -(propionyl)-L-phenylglycinyl)amino-2 ,3-dihydro- 1 -methyl-5- 
phenyl-lH-1 ,4-benzodiazepin-2-one 

(S)-3-(N'-(3,4,5-trifluorophenylacetyl)-L-phenylglycinyl)amino-2,3-dihydro- 
l-methyl-5-phenyl-lH-l ,4-benzodiazepin-2-one 

(S)-3 -(N ' -(4-phenylbutyryl)-L-pheny Iglyciny l)amino-2 , 3-dihydro- 1 -methy 1- 
5-phenyl-lH-l,4-benzodiazepin-2-one 

3-(N'-(2-thiopheneacetyl)-L-alaninyl)amino-2,3-dihydro-5-phenyl-l-(4 4 4- 
trifluorobutyl)-lH-l,4-benzodiazepin-2-one 

3-(N ' -(2-thiopheneacety l)-L-alaniny l)amino- 1 -(2-oxo-2-pheny lethyl)-2 , 3- 
dihydro-5-phenyl-lH-l ,4-benzodiazepin-2-one 
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3-(N ' -(2-thiopheneacety l)-L-alaniny l)amino- 1 -methy 1-2 , 3-dihydro-5-(2- 
thiazolyl)-lH-l,4-benzodiazepin-2-one 

3-(N'-(2-thiopheneacetyl)-L-alaninyl)amino-7-chloro-2,3-dihydro-l-methyl- 
5 5-phenyl-lH-l ,4-benzodiazepin-2-one 

3-(N'-(2-thiopheneacetyl)-L-alaninyl)amino-7--chloro-5-*(2-chlorophenyl)-2,3- 
dihy dro- 1 -methy 1- IH- 1 ,4-benzodiazepin-2-one 

1 0 3-(N ' -(2-thiopheneacety l)-L-alaninyl)amino-5-(2-diienyl)-2 , 3-dihydro- 1 - 

methy 1- IH- 1 ,4-benzodiazepin-2-one 

3-(N ' -(2-thiopheneacety I)-L-alaninyI)amino-5-cyciohexy 1-2 , 3-dihy dro- 1 - 
methy 1- IH- 1 ,4-benzodiazepin-2-one 

15 

3-(N ' -(2-thiopheneacety l)-L-alaninyl)amino-7-bromo-5-(2-fluorophenyl)-2 , 3- 
dihydro-l-methyl-lH-l,4-benzodiazepin-2-one 

3-(N'-(2-thiopheneacetyl)-L-alaninyl)-amino-)-2,4-dioxo-l,5-bis-(2,2- 
20 dimethy Ipropy 1) -2 ,3,4, 5-tetrahy dro- 1 H- 1 , 5 -benzodiazepine 

3-(N ' -(3 , 5-difluoropheny lacetyl)-L-alaninyl)amino-2 , 3-dihydro-5-pheny 1- 1 - 
(4,4, 4-trifluorobuty 1)- 1 H- 1 , 4-benzodiazepin-2-one 

25 3-(N'-(3,5-difluorophenylacetyl)-L-alaninyl)amino-l-(2-oxo-2-phenylethyl)- 

2,3-dihydro-5-phenyl-lH- 1 ,4-benzodiazepin-2-one 

3-(N ' -(3 , 5-difluoropheny Iacetyl)-L-alaninyl)amino- 1 -methy 1-2 , 3-dihydro-5- 
(2-thiazoly 1)- 1 H- 1 , 4-benzodiazepin-2-one 

30 

3-(N ' -(3 , 5-difluoropheny lacetyl)-L-aianinyi)amino-7-chloro-2 , 3-dihydro- 1 - 
methyl-5-phenyl-lH-l,4-benzodiazepin-2-one 

3-(N'-(3,5-difluorophenylacetyl)-L-alaninyl)amino-7-chloro-5-(2- 
35 chlorophenyl)-2,3-dihydro-l-methyHH-l,4-benzodiazepin-2-one 

3-(N'-(3,5-difluorophenylacetyl)-L-alaninyl)amino-5-(2-thienyl)-2,3- 
dihy dro- 1 -methyl- IH- 1 ,4-benzodiazepin-2-one 

40 3-(N'-(3,5-difluorophenylacetyl)-L-alaninyl)amino-5-cyclohexyl-2,3- 

dihy dro- 1 -methyl- 1 H- 1 ,4-benzodiazepin-2-one 

3-(N '-(3, 5-difluoropheny lacetyl)-L-alaninyl)amino-7-bromo-5-(2- 
fluoropheny l)-2 , 3-dihydro- 1 -methy 1- IH- 1 ,4-benzodiazepin-2-one 

45 

3-(N'-(3,5-difluorophenylacetyl)-L-alaninyl)-amino-)-2,4-dioxo-l,5-bis-(2,2- 
dimethy Ipropy 1) -2 ,3,4, 5 - tetrahy dro- 1 H- 1 , 5 -benzodiazepine 
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3-(N ' -(3-fluoropheny lacety l)-L-aianiny l)amino-2 , 3-dihydro-5-pheny 1- 1- 
(4,4,4-trifluorobuty 1)- IH- 1 ,4-benzodiazepin-2-one 

3-(N ' -(3-fluoropheny lacety l)-L-alaniny l)amino- 1 -(2-oxo-2--pheny lethy l)-2 , 3" 
5 dihydro-5-phenyl-lH-l ,4-benzodiazepin-2-one 

3-(N'-(3-fluorophenylacetyl)-L"alamnyl)amino-l-methyl-23-dihydro-5--(2- 
thiazoly 1)- 1 H- 1 ,4-benzodiazepin-2-one 

10 3-(N ' -(3"fluoropheny lacety l)-L-aianiny l)amino-7-chioro-2 , 3-dihydro- 1 - 

methy 1-5-pheny 1- IH- 1 ,4-benzodiazepin-2-one 

3-(N'-(3-fluorophenylacetyl)-L-alaninyl)amino-7-chloro-5-(2--chiorophenyl)- 
2 , 3-dihydro- 1 -methyl- 1 H- 1 , 4-benzodiazepin-2-one 

15 

3-(N ' -(3-fluoropheny lacety l)-L-alaniny l)amino-5-(2-thieny I)-2 , 3-dihydro- 1 - 
methyl- lH-l,4-benzodiazepin-2-one 

3-(N'-(3-fluorophenylacetyl)-L-alaninyl)amino-5-cyclohexyl-2,3-dihydro-l- 
20 methyl- 1 H- 1 , 4-benzodiazepin-2-one 

3-'(N*-(3-fluorophenylacetyl)-L-alaninyl)amino-7-bromo-5-(2-fluorophenyl)- 
2 , 3-dihydro- 1 -methyl- 1 H- 1 , 4-benzodiazepin-2-one 

25 3-(N ' -(3-fluoropheny lacety l)-L-alaniny l)-amino-)-2 ,4-dioxo- 1 , 5-bis-(2 , 2- 

dimethylpropyl)-2,3 ,4,5-tetrahydro- lH-1 ,5-benzodiazepine 

3-(N'-(methylthio)acetyl)-L-alaiiinyl)amino-2,3-dihydro-5-phenyl-l-(4,4,4- 
trifluorobuty 1)- IH- 1 ,4-benzodiazepin-2-one 

30 

3-(N '-(methylthio)acety l)-L-alamny l)amino- 1 -(2-oxo-2-phenylethy l)-2 ,3- 
dihydro-5-pheny 1- IH- 1 ,4-beiizodiazepin-2-one 

3-(N ' -(methy lthio)acety l)-L-alaniny l)amino- 1 -methy 1-2 , 3-dihydro-5-(2- 
35 thiazolyl)-lH-l ,4-benzodiazepin-2-one 

3-(N'-(methylthio)acetyl)-L-alaninyl)amino-7-chloro-2,3-dihydro-l"methyl- 
5-phenyl- IH- 1 ,4-benzodiazepin-2-one 

40 3-(N'-(methylthio)acetyl)-L-alaninyl)amino-7-chloro-5-(2-chlorophenyl)-2,3- 

dihy dro- 1 -methy 1- IH- 1 , 4-benzodiazepin-2-one 

3-(N'-(methylthio)acetyl)-L-alaninyl)amino-5-(2-thienyl)-2,3-dihydro-l- 
methyl-lH-1 ,4-benzodiazepin-2-one 

45 

3-(N '-(methy lthio)acetyl)-L-alaninyl)amino-5-cyclohexy 1-2, 3-dihydro- 1- 
methy 1- 1 H- 1 ,4-benzodiazepin-2-one 
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3-(N'-(methylthio)acetyI)-L-alaninyl)amino-7-bromo-5-(2-fluorophenyl)-2,3- 
dihydro- 1 -methy 1- IH- 1 ,4-benzodiazepin-2-one 

3-(N'-(methylthio)acetyl)-L-alaninyl)-amino-)"2,4-dioxo-l,5-bis-(2,2- 
5 dimethy Ipropy l)-2 , 3 , 4 , 5-tetrahy dro- 1 H- 1 , 5-beiizodiazepine 

3-(N'-(phenylacetyl)-L-alaninyl)amino-2,3-dihydro-5-phenyl-l-(4,4,4- 
trifluorobutyl)- lH-1 ,4-benzodiazepin-2-one 

10 3-(N'-(phenylacetyl)-L-alaninyI)amino-l-(2-oxo-2-phenylethyl)-2,3-dihydro- 

5-phenyl-lH-l,4-benzodiazepin-2-one 



15 



30 



45 



3-(N ' -{pheny lacety l)-L-alaniny l)amino- 1 -methy 1-2 , 3-dihy dro-5-(2-thiazolyl) 
lH-1 ,4-benzodiazepin-2-one 

3-(N ' -(pheny lacety l)-L-alaniny l)amino-7-chioro-2 , 3 -dihydro- 1 -methy 1-5- 
phenyl- IH- 1 ,4-benzodiazepm-2-one 



3-(N'-(phenylacetyl)-L-alaninyl)amino-7-chloro-5-(2-chlorophenyl)-2,3- 
20 dihydro- 1 -methyl- lH-1 ,4-benzodiazepin-2-one 

3-(N ' -(pheny lacety l)-L-alaninyl)amino-5-(2-thienyl)-2 , 3-dihydro- 1 -methyl- 
lH-1 ,4-benzodiazepin-2-one 

25 3-(N'-(phenylacetyl)-L-alaninyl)amino-5-cyclohexyl-2,3-dihydro-l-methyl' 

lH-1 ,4-benzodiazepin-2-one 



3-(N' -(pheny lacety l)-L-alaninyl)amino-7-bromo-5-(2-fluorophenyl)-2, 3- 
dihydro- 1 -methyl- IH- 1 ,4-benzodiazepin-2-one 

3-(N'-(phenylacetyl)-L-alaninyl)-amino-)2,4-dioxo-l,5-bis-(2,2- 
dimethylpropyl)-2,3,4,5-tetrahydro-lH-l,5-benzodiazepine 



3-(N'-(benzoylformyl)-L-alaninyI)amino-2,3-'dihydro-5-phenyl-l-(4,4,4- 
35 trifluorobutyl)-lH-l ,4-benzodiazepin-2-one 

3- (N ' -(benzoy If ormy l)-L-alaniny l)amino- 1 -(2-oxo-2-pheny lethy l)-2 , 3- 
dihydro-5-pheny 1- IH- 1 ,4-benzodiazepin-2-one 

40 3-(N '-(benzoy If ormy l)-L-alaninyl)amino-l-methyl-2, 3-dihy dro-5-(2- 

thiazoly 1)- IH- 1 ,4-benzodiazepin-2-one 



3-(N'-(benzoylformyl)-L-alaninyl)amino-7-chloro-2,3-dihydro-l-methyl-5- 
pheny 1- 1 H- 1 ,4-benzodiazepin-2-one 

3-(N' -(benzoy lformyl)-L-alaninyl)amino-7-chloro-5-(2-chlorophenyl)-2, 3- 
dihydro- 1 -methyl- 1 H- 1 , 4-benzodiazepin-2-one 
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3-(N'-(benzoylformyl)-L-alaninyl)amino-5-(2"thienyI)-23-dihydro-l^^^ 
lH-1 ,4-benzodiazepin-2-one 

3-(N'-(benzoylformyl)-L-alanmyl)amino-5-cyclohexyl-2,3-dihydro-l^ 
5 lH-1 ,4-benLZodiazepin-2-one 

3-(N'-(benzoylformyl)-L-alaiiinyl)amino-7-bromo-5-(2-fluorophenyl)-2,3-- 
dihydro- 1 -methyl- 1 H- 1 ,4-benzodiazepin-2-one 

10 3 -(N ' -(benzoy If ormy l)-L-alaniny I)-amino-)-2 ,4-dioxo- 1 , 5-bis-(2 , 2- 

dimethy Ipropy l)-2 ,3,4, 5-tetrahydro- 1 H- 1 , 5 -benzodiazepine 



15 



30 



45 



3-(N'-(butyryl)-L-alaninyl)amino-2,3-dihydro-5-phenyl-l-(4,4,4- 
trifluorobutyl)- lH-1 ,4-benzodiazepin-2-one 

3-(N'-(butyryl)-L-alaninyl)amino-l-(2-oxo-2-phenylethyl)-2,3-dihydro-5- 
phenyl- IH- 1 ,4-benzodiazepin-2-one 



3-(N'-(butyi7i)-L-alaninyl)aniino-l-methyl-2,3-dihydro-5-(2-thiazolyl)-lH- 
20 1 , 4-benzodiazepin-2-one 

3-(N'-(butyryl)-L-alaninyl)aniino-7-chloro-2,3-dihydro-l-methyl-5-phenyl- 
lH-1 ,4-benzodiazepin-2-one 

25 3-(N ' -(buty ry l)-L-alaniny l)amino-7-chloro-5-(2-chloropheny l)-2 , 3-dihydro- 

l-methyl-lH-l ,4-benzodiazepin-2-one 



3-(N ' -(buty ry l)-L-alaniny l)amino-5-(2-thieny l)-2 , 3-dihy dro- 1 -methyHH- 
1 ,4-benzodiazepin-2-one 

3-(N'-(butyryl)-L-alaninyi)amino-5-cyclohexyl-2,3~dihydro-'l-niethyl-lH- 
1 ,4-benzodiazepin-2-one 



3-(N ' -(butyryl)-L-alaniny i)amino-7-bromo-5-(2-fluorophenyl)-2 , 3-dihydro- 1 
35 methyl- 1 H- 1 ,4-benzodiazepin-2-one 

3-(N'-(butyryl)-L-alaninyl)-amino-)-2,4-dioxo-l,5-bis-(2,2-dimethylpropyl)- 
2,3,4, 5 - tetrahy dro- 1 H- 1 , 5-benzodiazepine 

40 3-(N'-(4-(2-thienyl)butyryl)-L-alamnyl)amino-2,3-dihydro-5-phenyl-l- 

(4 , 4 ,4-trifluorobuty 1)- 1 H- 1 , 4-benzodiazepin-2-one 



3-(N'-(4-(2-thienyl)butyryl)-L-alaninyl)amino-l-(2-oxo-2-phenylethyI)-2,3 
dihydro-5-phenyl-lH- 1 ,4-benzodiazepin-2-one 

3-(N'-(4-(2-thienyl)butyryl)-L-alaninyl)amino-l-methyl-2,3-dihydro-5-(2- 
thiazolyl)- 1 H- 1 ,4-benzodiazepin-2-one 
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3-(N'-(4-(2-thienyl)butyryl)-L-alaninyl)amino-7-chlorO"2,3-dihydro-l- 
methy 1-5 -phenyl- 1 H- 1 ,4-benzodiazepin-2-one 

3-(N'-(4-(2-thienyl)butyryl)-L-alaninyl)amino-7-chloro-5-(2-cWorophenyl> 
5 2 , 3-dihydro- 1 -methyl- 1 H- 1 ,4-benzodiazepin-2-one 

3-(N'-(4-(2-thienyl)butyryl)-L-alaninyl)amino-5-(2-thienyl)-2,3-d^^^^ 
methyl- IH- 1 ,4-benzodiazepin-2-one 

10 3-(N'-(4-(2-thienyl)butyryl)-L-alaninyl)amino-5-cyclohexyl-2,3-dihydro-l- 

methyl-lH-1 ,4-benzodiazepin-2-one 



15 



30 



45 



3-(N'-(4-(2-thienyl)butyryl)-L-alaninyl)amino-7-bromo-5-(2-fluorophenyl)- 
2 , 3-dihydro- 1 -methyl- 1 H- 1 ,4-benzodiazepin-2-one 

3-(N'-(4-(2-thienyl)butyryl)-L-alaninyl)-amino-)-2,4-dioxo-l,5-bis-(2,2- 
dimethy Ipropy l)-2 ,3,4,5 -tetrahy dro- 1 H- 1 , 5-benzodiazepine 



3-(N'-(cyclopentylacetyl)-L-alaninyl)amino-2,3-dihydro-5-phenyl-l-(4,4,4- 
20 trifluorobuty 1)- 1 H- 1 ,4-beiizodiazepin-2-one 

3-(N ' -(cy clopenty lacety l)-L-alaniny l)amino- 1 -(2-oxo-2-pheny lethy l)-2 , 3- 
dihy dro-5 -phenyl- 1 H- 1 , 4-benzodiazepin-2-one 

25 3-(N'-(cyclopentylacetyl)-L-alaninyl)amino-l-methyl-2,3-dihydro-5-(2- 

thiazoly 1)- IH- 1 ,4-benzodiazepin-2-one 



3-(N ' -(cyclopenty lacetyl)-L-alaninyl)amino-7-chloro-2 , 3-dihydro- 1 -methy 1- 
5-phenyl-lH-l,4-benzodiazepin-2-one 

3-(N'-(cyclopentylacetyl)-L-aIaninyl)amino-7-chloro-5-(2-chlorophenyl)-2,3 
dihy dro- 1 -methyl- 1 H- 1 , 4-benzodiazepin-2-one 



3-(N'-(cyclopentylacetyl)-L-alaninyl)amino-5-(2-thienyl)-2,3-dihydro-l- 
35 methyl-lH-1 ,4-benzodiazepin-2-one 

3-(N ' -(cyclopenty lacetyl)-L-alaninyl)amino-5-cyclohexy 1-2 , 3-dihydro- 1 - 
methyl-lH-1 ,4-benzodiazepin-2-one 

40 3-(N'-(cyclopentylacetyI)-L-alaninyl)amino-7-bromo-5-(2-fluorophenyi)-2,3 

dihy dro- 1 -methy 1- IH- 1 ,4-benzodiazepin-2-one 



3-( N ' -(cyclopenty lacety l)-L-alaniny l)-amino-)-2 ,4-dioxo- 1 , 5-bis-(2 , 2- 
dimethy Ipropy l)-2 ,3,4, 5-tetrahy dro- 1 H- 1 , 5-benzodiazepine 

3-(N'-(3-(trifluoromethyI)butyryI)-L-alaninyl)amino-2,3-dihydro-5-phenyl-l 
(4,4,4-trifluorobutyl)-lH-l,4-benzodiazepin-2-one 
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3-(N'-(3-(trifluoromethyl)butyryl)-L-alaninyl)amino-l-(2-oxo-2- 
pheny lethy l)-2 , 3 -dihydro-5 -phenyl- 1 H- 1 ,4-benzodiazepin-2-one 

3-(N ' -(3-(trifluoromethy l)buty ry I)-L-alaniny l)amino- 1 -methy 1-2 , 3-dihy dro-5- 
5 (2-thiazoIyl)-lH-l ,4-benzodiazepin-2-one 

3-(N'-(3-(trifluoromethyl)butyiyI)-L-alaninyl)amino-7-chloro-2, 3-dihy dro 
methy 1-5-phenyl- 1 H- 1 ,4-benzodiazepin-2-one 

10 3-(N'-(3-(trifluoromethyl)butyryi)-L-alaninyl)amino-7-chloro-5-(2- 

chloropheny l)-2 , 3-dihydro- 1 -methyl- 1 H- 1 ,4-beiizodia2epin-2-one 

3-(N'-(3-(trifluoromethyl)butyryl)-L-alaninyI)amino-5-(2-thienyl)-2,3- 
dihydro-l-methyl-lH-1 ,4-benzodiazepin-2-one 

15 

3-(N'-(3-(trifluoromethyl)butyryl)-L-alaninyl)amino-5-cycIohexyl-2,3- 
dihydro- 1 -methyl- 1 H- 1 ,4-benzodiazepin-2-one 

3-(N'-(3-(trifluoromethyl)butyryl)-L-alaninyl)amino-7-bromo-5-(2- 
20 fluoropheny l)-2 , 3-dihydro- 1 -methyl- 1 H- 1 , 4-benzodiazepin-2-one 

3-(N'-(3-(trifluoromethyl)butyryl)-L-alaninyl)-amino-)2,4"-dioxo-l,5-bis- 
(2 ,2-dimethylpropy l)-2,3 ,4,5-tetrahydro- IH- 1 ,5 -benzodiazepine 

25 3-(N'-(4,4,4-trifluorobutyryI)-L-alaninyl)amino-2,3-dihydro-5-phenyl-l- 

(4,4,4-trifluorobutyl)-lH-l,4-benzodiazepin-2-one 

3-(N ' -(4 ,4 ,4-trifluorobutyry l)-L-alaniny l)amino- 1 -(2-oxo-2-pheny lethy l)-2 , 3- 
dihydro-5-phenyl-lH-l,4-benzodiazepin-2-one 

30 

3-(N'-(4,4,4-trifluorobutyryl)-L-alaninyl)amino-l-methyl-2,3-dihydro-5-(2- 
thiazoiy 1)- IH- 1 ,4-benzodiazepin-2-one 

3-(N'-(4,4,4-trifluorobutyryl)-L-alaninyl)amino-7-chloro-2,3-dihydro-l- 
35 methy 1-5-phenyl- IH- 1 ,4-benzodiazepin-2-one 

3-(N'-(4,4,4-trifluorobutyryl)-L-alaninyl)amino-7-chloro-5-(2-chlorophenyl)- 
2 , 3-dihydro- 1 -methy 1- IH- 1 ,4-benzodiazepin-2-one 

40 3 -(N ' -(4 , 4 , 4- trifluorobuty ry l)-L-alaniny l)amino-5 - (2-thieny l)-2 , 3-dihydro- 1 - 

methyl- 1 H- 1 ,4-benzodiazepin-2-one 

3-(N ' -(4 ,4 ,4-trifluorobutyry l)-L-alaninyl)amino-5-cyclohexy 1-2 , 3-dihydro- 1 - 
methyl- IH- 1 ,4-benzodiazepin-2-one 

45 

3-(N'-(4,4,4-trifluorobutyryl)-L-alaninyl)amino-7-bromo-5-(2-fluorophenyl)- 
2 , 3-dihydro- 1 -methyl- 1 H- 1 , 4-benzodiazepin-2-one 
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3-(N'-(4,4,4-trifluorobutyi7l)-L-alaninyl)-amino-)-2,4-dioxo-l,5-bis-(2 
dimethy Ipropy l)-2 , 3 , 4 , 5 -tetrahy dro- 1 H- 1 , 5-benzodiazepine 

3-(N'-(isovaleiyl)-L-alaninyl)amino-2,3-dihydrO"-5-phenyl-l-(4,4,4- 
5 trifluorobuty 1)- 1 H- 1 ,4-benzodiazepin-2-one 

3-(N'-(isovalei7l)-L-alaninyl)arnino-l-(2-oxo-2-phenylethyl)--2,3-dihydro-5- 
phenyl-lH-1 ,4-benzodiazepin-2-one 

10 3-(N'Kisovaleryl)-L-alaninyl)amino-l-methyl-2,3-dihydro-5-(2-thiazol^ 

IH- 1 ,4-benzodiazepin-2-one 

3-(N ' -(isovalery l)-L-alaniny l)amino-7-chloro-2 3-dihydro- 1 -methyl-S- 
phenyl-lH-l ,4-benzodiazepin-2-one 

15 

3-(N'-(isovaleiyl)-L-alaninyl)amino-7-chioro-5-(2-chlorophenyl)-2,3- 
dihydro- 1 -methyl- IH- 1 ,4-benzodiazepm-2-one 

3-(N'-(isovaleryl)-L-alamnyl)amino-5-(2-thienyl)-23-dihydro-l"m 
20 1 , 4-benzodiazepin-2-one 

3-(N ' -(iso valery l)-L-alaniny l)amino-5-cyclohexy 1-2 ^-dihydro- 1 -methy 1- IH- 
1 ,4-benzodiazepin-2-one 

25 3-(N ' -(isovalery l)-L-alaniny l)amino-7-bromo-5-(2-fluorophenyl)-2 , 3- 

dihydro- 1 -methy 1- IH- 1 ,4-benzodiazepin-2-one 

3-(N'-(isovaleryl)-L-alaninyI)-amino-)-2,4-dioxo-l,5-bis-(2,2- 
dimethy Ipropy l)-2 , 3 ,4 , 5-tetrahy dro- 1 H- 1 , 5 -benzodiazepine 

30 

3-(N ' -(L-alpha-hydroxy isocaproy O-L-alaniny l)amino-2 , 3-dihydro-5-pheny 1- 
l-(4,4,4-trifluorobutyl)-lH-l,4-benzodiazepin-2-one 

3-(N'-(L-alpha-hydroxyisocaproyI)-L-alaninyl)amino-l-(2-oxo-2- 
35 phenylethyl)-2 , 3-ciihydro-5-pheny 1- 1 H- 1 ,4-benzodiazepin-2-one 

3 -(N ' -(L-alpha-hy droxy isocaproy l)-L-alaniny l)amino- 1 -methy 1-2 , 3-dihydro- 
5-(2-thiazoly 1)- 1 H- 1 ,4-benzodiazepin-2-one 

40 3-(N'-(L-alpha-hydroxyisocaproyl)-L-alaninyl)amino-7-chloro-2,3-dihydro- 

1 -methy 1-5 -phenyl- 1 H- 1 , 4-benzodiazepin-2-one 

3-(N'-(L-alpha-hydroxyisocaproyl)-L-alaninyl)amino-7-chloro-5-(2- 
chloropheny l)-2 , 3-dihy dro- 1 -methyl- 1 H- 1 ,4-benzodiazepin-2-one 

45 

3-(N'-(L-alpha-hydroxyisocaproyl)-L-alaninyl)amino-5-(2-thienyl)-2,3- 
dihy dro- 1 -methyl- 1 H- 1 , 4-benzodiazepin-2-one 
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3-(N'-(L-aipha-hydroxyisocaproyl)-L-alaninyl)amino-5-cyclohexyl-2,3-- 
dihy dro- 1 -methyl- 1 H- 1 ,4-beii2odiazepin-2-one 

3-(N'-(L-alpha-hydroxyisocaproyl)-L-alaninyl)amino-7-bromo-5-(2- 
5 fluoropheny l)-2 , 3-dihydro- 1 -methyl- 1 H- 1 , 4-benzodiazepin-2-one 

3-(N'-(L-alpha-hydroxyisocaproyi)-L-alaninyi)-amino-)-2,4-dioxo-l,5-bis- 
(2 , 2-dimethy Ipropy l)-2 ,3,4, 5-tetrahy dro- 1 H- 1 , 5-benzodiazepine 

10 3-(N'-(L-(+)-mandelyl)-L-alaninyl)amino-2,3-dihydro-5-phenyl-l-(4,4,4- 

trifluorobutyl)- IH- 1 ,4-benzodiazepin-2-one 



15 



30 



45 



3-(N'-(L-(+)-mandelyl)-L-alaninyl)amino-l-(2-oxo-2-phenylethyl)-2,3- 
dihydro-5-phenyl-lH-l,4-benzodiazepin-2-one 

3-(N ' -(L-( -f )-mandely l)-L-alaniny l)amino- 1 -methy 1-2 , 3-dihydro-5-(2- 
thiazolyl)-lH- 1 ,4-benzodiazepm-2-one 



3-(N'-(L-( + )-mandelyl)-L-alaniny l)amino-7-chloro-2 , 3-dihydro- 1 -methy 1-5- 
20 phenyl- IH- 1 ,4-benzodiazepin-2-one 

3-(N ' -(L-( -h )-mandely l)-L-alaninyl)amino-7-chloro-5-(2-chloropheny l)-2 , 3- 
dihydro-l -methyl- lH-1 ,4-benzodiazepin-2-one 

25 3-(N ' -(L-( + )-mandely l)-L-alaninyl)amino-5-(2-thieny l)-2 , 3-dihydro- 1 - 

methy 1- 1 H- 1 , 4-benzodiazepin-2-one 



3-(N'-(L-(H-)-mandelyl)-L-alaninyl)amino-5-cyclohexyl-2,3-dihydro-l- 
methyl-lH-1 ,4-benzodiazepin-2-one 

3-(N'-(L-(+)-mandelyl)-L-alamnyl)amino-7-bromo-5-(2-fluorophenyl)-2,3 
dihydro- 1 -methyl- 1 H- 1 ,4-benzodiazepin-2-one 



3-(N'-(3,5-difluorophenylacetyl)-L-alaninyl)amino-5-phenyl-2,3-dihydro-l 
35 (3-fluorobenzy 1)- IH- 1 ,4-benzodiazepin-2-one 

3-(N'-(3,5-difluorophenylacetyl)-L-alaiunyl)amino-5-phenyl-2,3-dihydro-l 
(benzyl)- lH-1 ,4-benzodiazepin-2-one 

40 3-(N ' -(3 , 5-difluoropheny lacetyl)-L-alaniny l)amino-5-phenyl-2 , 3-dihydro- 1 

(4-rerr-butylbenzyI)-lH-l,4-benzodiazepin-2-one 



3-(N'-(3,5-difluorophenylacetyl)-L-alaninyl)amino-5-phenyl-2,3-dihydro-l 
(2-cyclohexy lethy 1)- 1 H- 1 , 4-benzodiazepin-2-one 

3-(N ' -(3 , 5-difluoropheny lacetyl)-L-alaninyl)amino-5-pheny 1-2 , 3-dihydro- 1 
(3 ,3-dimethylbutyl)-lH-l ,4-benzodiazepin-2-one 
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3-(N'-(3,5-difluorophenylacetyl)-L-alaninyI)amino-5-phenyl-23--dihydro-l-- 
( 1 -methoxycarbony 1- 1 -pheny Imethy 1)- 1 H- 1 ,4-benzodiazepin-2-one 

3-(N'-(3,5-difluorophenylacetyl)-L-alaninyl)amino-5-phenyl-2,3-dihydro-l- 
5 (2-ethy Ibutyl)- IH- 1 ,4-benzodiazepin-2-one 

3-(N'-(3,5-difluorophenyIacetyl)-L-alaninyl)amino-5-phenyl-2,3-dih^ 
(cy clohexy Imethy 1)- IH- 1 ,4-benzodiazepin"2-one 

10 3-(N ' -(3 , 5-difluoropheny lacety l)-L-alaniny l)amino-5-pheny 1-2 , 3-dihydro- 1 - 

(2-phenylethy 1)- IH- 1 ,4-benzodiazepin-2-one 

3-(N ' -(3 ,5-difluorophenylacetyl)-L-alaniny l)amino-5-pheny 1-2 , 3-dihydro- 1 - 
(3-phenylpropyl)-lH-l,4-benzodiazepin-2-one 

15 

3-(N' -(3 , 5-difluorophenylacety l)-L-alaniny l)amino-5-pheny 1-2 , 3-dihydro- 1 - 
(2-(N-phthalimidyl)ethyl)- IH- 1 ,4-benzodiazepin-2-one 

3-(N ' -(3 , 5-difluoropheny lacety l)-L-alaniny l)amino-5-pheny 1-2 , 3-dihydro- 1 - 
20 (2-biphenylmethyl)-lH-l ,4-benzodiazepin-2"One 

3-(N ' -(3 , 5-difluoropheny lacety I)-L-alaninyl)amino-5-pheny 1-2 , 3-dihydro- 1 - 
((2-tetrahy drofuranyl)inethy 1)- 1 H- 1 ,4-benzodiazepin-2-one 

25 3-(N'-(3,5-difluorophenylacetyl)-L-alaninyl)amino-5-phenyl-2,3-dihydro-l- 

(2-(l ,4-benzodioxanyl)methyl)-lH-l ,4-benzodiazepin-2-one 

3-(N ' -(3 , 5-difluorophenylacety l)-L-alaniny l)amino-5-pheny 1-2 , 3-dihydro- 1 - 
(3-(5-chlorobenzo[b] thienyl)methyl)-lH-l ,4-benzodiazepin-2-one 

30 

3-(N'-(3,5-difluorophenylacetyl)-L-alaninyl)amino-5-phenyl-2,3-dihydro-l- 
(3 ,3-dimethyl-2-oxo-propyl)-lH-l ,4-benzodiazepin-2-one 

3-(N ' -(3 , 5-difluoropheny lacety l)-L-alaninyl)amino-5-pheny 1-2 , 3-dihydro- 1 - 
35 (5-benzofiirazany Imethy 1)- 1 H- 1 ,4-benzodiazepin-2-one 

3-(N'-(3,5-difluorophenylacetyl)-L-alaninyl)amino-5-phenyl-2,3-dihydro-l- 
(3-phenoxypropy 1)- IH- 1 ,4-benzodiazepin-2-one 

40 3-(N'-(3,5-difluorophenylacetyl)-L-alaninyl)amino-5-phenyl-2,3-dihydro-l- 

(6-(2-trifluoromethylquinolinyl)methyl)-lH-l,4-benzodiazepin-2-one 

3-(N '-(3,5 -difluoropheny lacety l)-L-alaninyl)amino-5-pheny 1-2 , 3-dihydro- 1 - 
(2-methylbutyl)-lH-l,4-benzodiazepin-2-one 

45 

3-(N'-(3,5-difluorophenylacetyl)~L-alamnyl)amino-5-phenyl-2,3-dihydro-l- 
(ethyl)-lH-l,4-benzodiazepin-2-one 
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3-(N'-(3,5-difluorophenylacetyl)-L-alaninyl)amino-5-phenyl-2,3-dihydro-l- 
(3-pyridylmethy 1)- IH- 1 ,4-benzodiazepin-2-one 

3-(N ' -(3 , 5-difluoropheny iacety l)-L-alaniny l)amino-5-pheny 1-2 , 3-dihydro- 1 - 
5 (2-oxo-2-(N-indolinyl)ethyl)-lH-l,4-beiizodia2epin-2-one 

3-(N ' -(3 , 5-difluorophenylacetyl)-L-alaninyl)amino-5-pheny 1-2 , 3-dihydro- 1 - 
(4-(3 ,5-dimethy lisoxazolyl)methy 1)- IH- 1 ,4-benzodiazepin-2-one 

10 3-(N'-(3,5-difluorophenylacetyl)-L-alaninyl)amino-5-phenyl-2,3-dihydro-l- 

(2-methoxyethy 1)- IH- 1 ,4-benzodiazepin-2-one 

3-(N ' -(cyclopentylacety l)-L-alaniny l)amino-5-pheny 1-2 , 3-dihydro- 1 -(benzyl)- 
IH- 1 ,4-benzodiazepin-2-one 

15 

3-(N'-(cyclopentylacetyl)-L-alaninyI)amino-5-phenyl-2,3-dihydro-l-(4-r^/t- 
buty Ibenzy 1)- 1 H- 1 ,4-benzodiazepin-2-one 

3-(N'-(cyclopentylacetyl)-L-alamnyl)amino-5-phenyl-2,3-dihydro-l-(2- 
20 cyclohexylethy 1)- IH- 1 ,4-benzodiazepin-2-one 

3-(N ' -(cyclopenty lacety l)-L-alaniny l)amino-5-pheny 1-2 , 3-dihydro- 1 -(3 , 3- 
dimethylbutyl)-lH- 1 ,4-benzodiazepin-2-one 

25 3-(N'-(cyclopentylacetyl)-L-alaninyl)ainino-5-phenyl-2,3-dihydro-l- 

(isopropyl)- IH- 1 ,4-benzodiazepin-2-one 

3-(N ' -(cyclopenty lacety l)-L-alamnyl)amino-5-pheny 1-2 , 3-dihydro- 1 -( 1 - 
methoxycarbony 1- 1 -pheny Imethy 1)- 1 H- 1 ,4-benzodiazepin-2-one 

30 

3-(N'-(cyclopentylacetyl)-L-alaninyl)amino-5-phenyl-2,3-dihydro-l-(2- 
ethylbuty 1)- IH- 1 ,4-benzodiazepin-2-one 

3-(N ' - (cyclopenty lacety l)-L-alaninyl)amino-5-pheny 1-2 , 3-dihydro- 1 - 
35 (cyclohexylmethy 1)- IH- 1 ,4-benzodiazepin-2-one 

3-(N ' -(cyclopenty lacety l)-L-alaninyl)amino-5 -pheny 1-2 , 3-dihydro- 1 -(2- 
pheny lethyl)- IH- 1 ,4-benzodiazepin-2-one 

40 3-(N ' -(cyclopenty lacety l)-L-alaninyl)amino-5-pheny 1-2 , 3-dihydro- 1 -(3- 

phenylpropy 1)- IH- 1 ,4-benzodiazepin-2-one 

3-(N ' -(cyclopenty lacety l)-L-alaninyl)amino-5-pheny 1-2 , 3-dihydro- 1 -(2-(N- 
phthalimidy l)ethy 1)- 1 H- 1 ,4-benzodiazepin-2-one 

45 

3-(N'-(cyclopentylacetyl)-L-alaninyl)amino~5-phenyl-2,3-dihydro-l-(2- 
biphenylmethyl)-lH-l,4-benzodiazepin-2-one 



wo 98/28268 



PCT/US97/22986 



- 847 - 



3-(N'-(cyclopentylacetyl)-L-alaninyl)amino-5-phenyl-2,3-dihydro-l-(3-(5- 
chlorobenzo[b] thienyl)methyl)-lH-l ,4-benzodiazepin-2-one 

3-(N ' -(cyclopenty lacety l)-L-alaniny l)aniino-5-phenyl-2 , 3-dihydro- 1 -(3 , 3- 
5 dimethy 1-2-oxo-buty 1)- 1 H- 1 , 4-benzodiazepin-2-one 

3-(N ' -(cyclopenty lacety O-L-alaniny l)amino-5-pheny 1-2 , 3-dihydro- 1 -(5- 
benzofarazanylmethyl)-lH-l,4-benzodiazepin-2-one 

10 3-(N'-(cyclopentylacetyl)-L-alaninyl)ainino-5-phenyl-2,3-dihydro-l-(3- 

phenoxypropyl)-lH- 1 ,4-benzodiazepin-2-one 

3-(N ' -(cy clopenty lacety l)-L-alaniny l)amino-5-pheny 1-2 , 3-dihydro- 1 -(6-(2- 
trifluoromethy Iquinoliny l)methyl)~ IH- 1 ,4-ben2odiazepin-2-one 

15 

3-(N*-(cyclopentylacetyI)-L-alaninyl)amino-5-phenyl-2,3-dihydro-l- 
(cyclopropylmethyl)-lH- 1 ,4-benzodiazepin-2-one 

3-(N'-(cyclopenty lacety l)-L-alaninyl)ainino-5-pheny 1-2, 3-dihydro- 1-(2- 
20 methy Ibuty 1)- 1 H- 1 ,4-benzodiazepin-2-one 

3-(N ' -(cyclopenty lacety l)-L-alaninyl)amino-5-pheny 1-2 , 3-dihydro- 1 -(ethyl)- 
IH- 1 ,4-benzodiazepin-2-one 

25 3-(N'-(cyclopentylacetyl)-L-alaninyl)amino-5-phenyl-2,3-dihydro-l-(4-(3,5- 

dimethy lisoxazoly l)methy 1)- 1 H- 1 , 4-benzodiazepin-2-one 

3-(N ' -(cyclopenty lacety l)-L-alaninyl)amino-5-pheny 1-2 , 3-dihydro- 1 -(propy 1)- 
1 H- 1 , 4-benzodiazepin-2-one 

30 

3-(N'-(cyclopentylacetyl)-L-alaninyl)amino-5-phenyl-2,3-dihydro-l-(2- 
methoxy ethyl)- 1 H- 1 ,4-beiizodiazepin-2-one 

3 -(N ' -(4 ,4 , 4-trifluorobuty ry l)-L-alaniny l)amino-5 -pheny 1-2 , 3-dihydro- 1 - 
35 (benzyl)-lH-l ,4-benzodiazepin-2-one 

3-(N'-(4,4,4-trifluorobutyryl)-L-alaninyl)amino-5-phenyl-2,3-dihydro-l-(4- 
rm-butylbenzyl)-lH-l,4-benzodiazepin-2-one 

40 3-(N'-(4,4,4-trifluorobutyryl)-L-alaninyl)amino-5-phenyl-2,3-dihydro-l-(2- 

cyclohexylethy 1)- lH-1 ,4-benzodiazepin-2-one 

3-(N ' -(4 ,4 , 4-trifluorobuty ryl)-L-alaninyl)amino-5-pheny 1-2 , 3-dihydro- 1 - 
(3 , 3-dimethy Ibuty 1)- 1 H- 1 ,4-benzodiazepin-2-one 

45 

3-(N '-(4, 4, 4-trifluorobuty ryl)-L-aIaninyl)amino-5-pheny 1-2, 3-dihydro- 1- 
(isopropyl)- IH- 1 ,4-benzodiazepin-2-one 
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3-(N ' -(4,4,4-trifluorobutyry l)-L-alaninyl)amino-5-pheny 1-2 , 3-dihydro- 
methoxycarbony I- 1 -pheny Imethy 1)- IH- 1 ,4-benzodiazepin-2-one 

3-(N'-(4,4,4-trifluorobutyryl)"L-alaninyl)amino-5-phenyl--2,3-dihydro- 
5 ethylbutyl)-!!!-! ,4-benzodiazepin-2-one 

3-(N'-(4,4,4-trifluorobutyiyl)-L-alaninyl)ainino-5-phenyl-2,3-dihydro- 
(cyclohexy Imethy 1)- 1 H- 1 , 4-benzodiazepin-2-one 

10 3-(N'-(4,4,4-trifluorobutyiyl)-L-alaninyl)amino-5"-phenyl-2,3-dihydro- 

pheny Ipropy 1)- 1 H- 1 ,4-benzodiazepin-2-one 



15 



30 



45 



3-(N'-(4,4,4-trifluorobutyryl)"L-alaninyl)amino-5-phenyl-2,3-dihydro- 
bipheny Imethy 1)- IH- 1 ,4-benzodiazepin-2-one 

3-(N ' -(4 , 4 , 4-trifluorobuty ry l)-L-alaniny l)amino-5 -pheny 1-2 , 3 -dihy dro- 
(5-chlorobenzo[b] thienyl)methyl)-lH-l ,4-benzodiazepin-2-one 



3-(N'-(4,4,4-trifluorobutyryl)-L-alaninyl)amino-5-phenyl-2,3-dihydro- 
20 (3,3-dimethyl-2-oxo-butyl)-lH-l ,4-benzodiazepin-2-one 

3-(N'-(4,4,4-trifluorobutyiyl)-L-alaninyl)amino-5-phenyl-2,3-dihydro- 
benzofurazany Imethy 1)- IH- 1 ,4-benzodiazepin-2-one 

25 3-(N ' -(4 , 4 ,4-trifluorobuty ry l)-L-alaniny I)amino-5-pheny 1-2 , 3-dihydro- 

phenoxypropy 1)- 1 H- 1 ,4-benzodiazepin-2-one 



3-(N'-(4,4,4-trifluorobutyryl)-L-aIaninyI)amino-5-phenyl-2,3-ciihydro- 
(2-trifluoromethylquinolinyl)methyl)- IH- 1 ,4-benzodiazepin-2-one 

3-(N ' -(4 , 4 ,4-trifluorobutyry l)-L-alaninyl)amino-5-pheny 1-2 , 3-dihy dro- 
(cyclopropy Imethy 1)- 1 H- 1 ,4-beiizodiazepin-2-one 



3-(N '-(4,4, 4-trifluorobuty ry l)-L-alaniny l)amino-5-pheny 1-2 , 3-dihydro- 
35 methylbutyl)- lH-1 ,4-benzodiazepin-2-one 

3-(N'-(4,4,4-trifluorobutyryI)-L-alaninyl)amino-5-phenyl-2,3-dihydro- 
(ethyl)-lH-l ,4-benzodiazepin-2-one 

40 3-(N ' -(4 ,4 ,4-trifluorobuty ry l)-L-alaniny l)amino-5-phenyl-2 , 3-dihydro- 

(3,5-dimethylisoxazolyl)methyl)-lH-l,4-benzodiazepin-2-one 



3-(N'-(4, 4, 4-trifluorobuty ryl)-L-alaninyl)amino-5-phenyl-2,3-dihydro- 
(propyl)- lH-1 ,4-benzodiazepin-2-one 

3-(N'-(4,4,4-trifluorobutyryl)-L-alaninyl)amino-5-phenyl-2,3-dihydro- 
methoxy ethyl)- 1 H- 1 , 4-benzodiazepin-2-one 



-(2- 



-(3- 



-(2- 



-(3- 



-(5- 



-(3- 



-(6- 



-(2- 



-(4- 



-(2- 
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3-( N'-(L-( +)-mandelyl)-L-alaninyl)-amino-)-2,4-dioxo-l ,5-bis-(2,2- 
dimethy Ipropy l)-2 ,3,4, 5-tetrahy dro- 1 H- 1 , 5 -benzodiazepine 

(S)-3-(N ' -(N-pyrrolidiny lacety l)"L-alaniny l)amino-2 , 3-dihy dro- 1 -methy 1-5- 
5 phenyl-lH-1 ,4-benzodiazepin-2-one 

3-(N ' -(2-chlorophenoxyacety l)-L-aianiny l)amino-2 , 3-dihy dro- 1 -methy 1-5- 
phenyI-lH-1 ,4-benzodiazepin-2-one 

1 0 3-(N' -(2-thiopheneacety l)-L-alaniny l)amino-2 , 3-dihy dro- 1 -methy 1-5 -phenyl - 

lH-1 ,4-benzodiazepin-2-one 

3-(N'-(3-(trifluoromethyl)phenylacetic)-L-alaninyl)amino-2,3-dihydro-l- 
methyl-5-phenyI -lH-1 ,4-benzodiazepin-2-one 

15 

3-(N'-(4-tolylacetyl)-L-alaninyl)amino-2,3-dihydro-l -methy 1-5-phenyl -IH- 
1 ,4-benzodiazepin-2-one 

3-(N ' -(3-(4-methoxyphenyl)propiony l)-L-alaniny l)amino-2 , 3-dihydro- 1 - 
20 methy 1-5-phenyl- IH- 1 ,4-benzodiazepin-2-one 

3-(N ' -(3 , 5-difluoropheny lacety l)-L-alaniny l)amino-2 , 3 -dihy dro- 1 -methy 1-5 - 
phenyl-lH-1 ,4-benzodiazepin-2-one 

25 3-(N'-(m-tolylacetyl)-L-alamnyl)amino-2,3-dihydro-l-methyl-5-phenyI-lH- 

1 ,4-benzodiazepin-2-one 

3-(N'-(3-fluorophenylacetyl)-L-alaninyl)amino-2,3-dihydro-l-methyl-5- 
phenyl- 1 H- 1 ,4-benzodiazepin-2-one 

30 

3-(N ' -(3 -bromopheny lacety l)-L-alaninyl)amino-2 , 3-dihy dro- 1 -methy 1-5- 
phenyl- lH-1 ,4-benzodiazepin-2-one 

3-(N'-(4-chlorophenoxyacetyI)-L-alaninyl)amino-2,3-dihydro-l-methyl-5- 
35 phenyl-lH-l,4-benzodiazepin-2-one 

3-(N ' -(2-naphthy lacety l)-L-alaninyl)amino-2 , 3-dihydro- 1 -methy 1-5-phenyl- 
lH-1 ,4-benzodiazepin-2-one 

40 3-(N'-(3-methyIphenoxyacetyI)-L-alaninyl)amino-2,3-dihydro-l-methyl-5- 

pheny 1- 1 H- 1 ,4-benzodiazepin-2-one 

3-[(N'-(4-methoxyphenylacetyl)-L-alaninyl)amino]-2,3-dihydro-l-methyl-5- 
(2-pyridyl)-lH-l,4-benzodiazepin-2-one 

45 

3- [(N ' -(2-thiopheneacety l)-L-alaniny l)amino] -2 , 3-dihydro- 1 -methy I-5-(2- 
pyridyl)-lH-l,4-benzodiazepin-2-one 
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3-[(N ' -(3 ,5-difluorophenylacetyl)-L-alaninyl)amino]-2, 3-dihydro- 1 -methyl- 
5-(2-pyridyl)-lH-l,4-benzodiazepin-2-one 

3 - [(N ' -(3-bromopheny lacety 1)-L~alaniny l)amino] -2 , 3 -dihydro- 1 -methy l-5-(2- 
pyridyl)- IH- 1 ,4-benzodiazepin-2-one 

3- [(N ' -(pheny Imercaptoacety l)-L-alaniny l)amino] -2 , 3-dihydro- 1 -methy 1-5- 
(2-pyridyl)-lH-l,4-benzodiazepin-2-one 

3-[(N '-(4-ethoxyphenylacety l)-L-alaniny l)ainino] -2 , 3-dihydro- 1 -methyl-5-(2- 
py ridy 1)- 1 H- 1 ,4-benzodiazepin-2-one 

3-[(N ' -(4-(trifluoromethy Opheny lacety l)-L-alaniny l)amino]-2 , 3-dihydro- 1 - 
methyl-5-(2-pyridyl)-lH-l,4-benzodiazepin-2-one 

3-[(N'-(3,5-bis(trifluoromethyl)phenylacetyl)-L-alaninyl)amino]-2,3-dihydro- 
l-methyI-5-(2-pyridyl)-lH-l,4-benzodiazepin-2-one 

3- [(N ' -((methy lthio)acetyl)-L-alaninyl)amino] -2 , 3 -dihy dro- 1 -methy l-5-(2- 
pyridy 1)- IH- 1 ,4-beiizodiazepin-2-one 

3-[(N ' -(cyclohexy lacety l)-L-alaninyl)amino] -2 , 3-dihydro- 1 -methy l-5-(2- 
py r idy 1)- 1 H- 1 , 4-benzodiazepin-2-one 

3 - [(N ' -(pentafluorophenoxy acety l)-L-alaniny l)amino] -2 , 3-dihydro- 1 -methy 1- 
5-(2-py ridyl)- IH- 1 ,4-benzodiazepin-2-one 

3-[(N'-(benzo[b]thiophene-3-acetyl)-L-alaninyl)amino]-2,3-dihydro-l- 
methy l-5-(2-pyridy 1)- IH- 1 ,4-benzodiazepin-2-one 

3- [(N '-(2,4, 6-trimethylpheny lacety l)-L-alaninyl)amino] -2 , 3-dihydro- 1 - 
methy l-5-(2-py ridy 1)- IH- 1 ,4-benzodiazepin-2-one 

3-[(N'-(4-biphenylacetyl)-L-alaninyl)amino]-2,3-dihydro-l-methyl-5-(2- 
pyridyl)- IH- 1 ,4-benzodiazepin-2-one 

3 - [(N * -(3 , 4-difluoropheny lacety l)-L-alaniny l)amino] -2 , 3 -dihy dro- 1 -methy 1- 
5-(2-pyridy 1)- IH- 1 ,4-benzodiazepin-2-one 

3-[(N'-(4-(2-thienyl)butyryl)-L-alaninyl)amino]-2,3-dihydro-l-methyl-5-(2- 
pyridyI)-lH- 1 ,4-benzodiazepin-2-one 

3- [(N ' -(5-methy Ihexanoy l)-L-alaninyl)amino] -2 , 3-dihydro- 1 -methy l-5-(2- 
pyridyl)- IH- 1 ,4-benzodiazepin-2-one 

3-[(N'-(3-methoxycarbonylpropionyl)-L-alaninyl)amino]-2,3-dihydro-l- 
methyl-5-(2-pyridyl)-lH-l,4-benzodiazepin-2-one 
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3- [(N ' -(2 .6-difluoromandely l)-L-aianiny l)amino] -2 3-dihydro- 1 -meA^ 
pyridy 1)- IH- 1 ,4-benzodiazepin-2-one 

3-[(N'-(4-fluoromandelyl)-L-alaninyI)amino]-2,3-dihydro-l-methyl-5-(2- 
5 pyridyl)- lH-1 ,4-beiizodiazepin-2-one 

3- [(N ' -(2 ,5-difluoromandely l)-L-alaniny l)amino]-2 , 3-dihydro- 1 -methyl 
pyridyl)-lH-l,4-benzodiazepin-2-one 

10 3-[(N^-(2,4,6-trifluorophenylacetyl)-L-alaninyl)amino]-2,3-dihydro-l^ 

methyl~5-(2-pyridyl)- IH- 1 ,4-benzodiazepin-2-one 

3-[(N'-(4-fluoro-2-(trifluoromethyl)phenylacetyl)-L-alaninyl)amino]-2,3- 
dihydro- 1 -methy l-5-(2-pyridy 1)- 1 H- 1 ,4-benzodiazepin-2-one 

15 

3-[(N'-(4,4,4-trifluorobutyryl)-L-alaninyl)amino]-23-dihydro-l-methyl^ 
pyridy 1)- IH- 1 ,4-benzodiazepin-2-one 

3- [(N ' -(4-isopropy Ipheny lacety l)-L-alaniny l)amino] -2 , 3 -dihy dro- 1 -methy 1-5 - 
20 (2-pyridyl)- IH- 1 ,4-benzodiazepin-2-one 

3- [(N ' -(beta-phenyllactyl)-L-alanmy l)amino] -2 ,3-dihydro- 1 -methy l-5-(2- 
py ridy 1)- 1 H- 1 ,4-benzodiazepin-2-one 

25 3-[(N ' -(mandelyl)-L-alaniny l)amino]-2 , 3-dihydro- 1 -methy l-5-(2-py ridy 1)- 

lH-1 ,4-benzodiazepin-2-one 

3-[(N'-(4-chloromandelyl)-L-alamnyl)amino]-2,3-dihydro-'l-methyl-5-(2- 
py ridy 1)- 1 H- 1 ,4-benzodiazepin-2-one 

30 

3- [(N ' -(isovalery l)-L-alaniny l)amino] -2 , 3-dihydro- 1 -methy l-5-(2-py ridy 1)- 
lH-1 ,4-benzodiazepin-2-one 

3 - [(N ' -(2 , 3 , 5-trifluoropheny lacety l)-L-alaniny l)amino] -2 , 3 -dihy dro- 1 - 
35 methy l-5-(2-pyridyl)- 1 H- 1 ,4-benzodiazepin-2-one 

3 - [(N ' -(3-methy Ithiopropiony l)-L-alaniny l)amino] -2 , 3-dihydro- 1 -methy 1-5- 
(2-py ridy 1)- 1 H- 1 ,4-benzodiazepin-2-one 

40 3-[(N '-(L-alpha-hydroxyisocaproyl)-L-alaniny l)amino]-2 , 3-dihydro- 1 - 

methyl-5-(2-pyridyl)-lH-l,4-benzodiazepin-2-one 

3-[(N'-(3-nitrophenylacetyl)-L-alaninyl)amino]-2,3-dihydro-l-methyl-5-(2- 
pyridyl)-lH-l,4-benzodiazepin-2-one 

45 

3- [(N ' -(D-3-phenyliacty l)-L-alaniny l)amino]-2 , 3-dihydro- 1 -methy l-5-(2- 
py ridy 1)- 1 H- 1 ,4-benzodiazepin-2-one 
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3-[(N'-(4-methocyphenylacetyl)-L-alaninyl)amino]-23-dihydro-l-(3,3- 
dimethyl-2-oxobutyl)- 5-(2-pyridyl)"lH-l ,4-benzodiazepin-2-one 

3-[(N'-(2-thiopheneacetyl)~L-alaninyl)amino]"23-dihydro-l-(3,3-dimethy^ 
oxobutyl)- 5-(2-pyridyl)-lH-l ,4-ben2odiazepin-2-one 

3-[(N'-(3,5-difluorophenylacetyi)-L-alaninyl)amino]-23-dihydro- 
dimethyl-2-oxobutyl)- 5-(2-pyridyl)- IH- 1 ,4-benzodiazepin-2-one 

3-[(N*-(3-bromophenylacetyI)~L-alaninyl)amino]-2,3"dihydro-l-(3,3- 
dimethyl-2-oxobutyl)- 5-(2-pyridyl)-lH-l ,4-benzodiazepin-2-one 

3- [(N ' -(pheny Imercaptoacety O-L-alaniny l)amino] -2 , 3-dihy dro- 1-(3 , 3- 
dimethyl-2-oxobutyl)- 5"(2-pyridyl)-lH-l ,4-benzodiazepin-2-one 

3- [(N ' -(4-ethoxypheny lacety l)-L-alaniny l)amino] -2 , 3-dihy dro- 1 -(3 , 3- 
dimethyl-2-oxobutyl)- 5-(2-pyridyI)-lH-l ,4-'benzodiazepin-2-one 

3-[(N'-(4-(trifluoromethyl)phenylacetyl)-L-alariinyl)amino]-2,3-dihydro-l- 
(3 ,3-diinethyl-2-oxobutyl)- 5-(2-pyridyl)-lH-l ,4-benzodiazepin-2-one 

3-[(N'-(3,5-bis(trifluoromethyl)phenylacetyl)-L-alaninyl)amino]-23-dih^ 

1- (3,3-dimethyl-2-oxobutyl)- 5-(2-pyridyI)-lH-l,4-benzodiazepin-2-one 

3- [(N ' -((methy lthio)acety l)-L-alaniny l)amino] -2 , 3-dihydro- 1 -(3 , 3-dimethy 1- 

2- oxobutyl)- 5-(2-pyridyl)-lH-l ,4-beiizodiazepin-2-one 

3- [(N'-(cyclohexylacetyl)-L-alaninyl)amino]-23-dihydro-l-(33-dimethyl-2- 
oxobutyl)- 5-(2-pyridyl)-lH-l ,4-benzodiazepin-2-one 

3-[(N '-(pentafluorophenoxyacetyl)-L-alaninyl)amino] -2 , 3-dihydro- 1 -(3 ,3- 
dimethyl-2-oxobutyl)- 5-(2-pyridyl)-lH-l ,4-beiizodiazepin-2-one 

3-[(N ' -(benzo [b] thiophene-3-acety l)-L-alaniny l)amino] -2 , 3-"dihydro- 1 -(3 , 3- 
dimethyl-2-oxobutyl)- 5-(2-pyridyl)-lH-l,4-benzodiazepin-2-one 

3- [(N ' -(2 ,4 , 6-trimethylpheny lacety i)-L-alaninyi)amino] -2 , 3 -dihydro- 1 -(3 , 3- 
dimethyl-2-oxobutyl)- 5-(2-pyridyl)-lH-l ,4-benzodiazepin-2-one 

3-[(N'-(4-biphenylacetyl)-L-alaninyl)amino]-2,3-dihydro-l-(3,3-dimethyl-2- 
oxobutyl)- 5-(2-pyridyl)-lH-l ,4-beiizodiazepin-2-one 

3-[(N'-(3,4-difluorophenylacetyl)-L-alaninyl)amino]-2,3-dihydro-l-(3,3- 
dimethyl-2-oxobutyl)- 5-(2-pyridyI)-lH-l ,4-benzodiazepin-2-one 

3 - [ (N ' -(4-(2-thieny l)buty l)-L-aIaniny l)amino] -2 , 3 -dihydro- 1 -(3 , 3-diniethy 1-2 
oxobutyl)- 5-(2-pyridyl)-lH-l ,4-benzodiazepin-2-one 
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3- [(N ' -(5-inethy Ihexanoy I)-L-alaniny l)amino] -2 , 3-dihy dro- 1 -(3 , 3-dimethy 1- 

2- oxobutyl)- 5-(2-pyridyl)-lH-l ,4-benzodiazepin-2-one 

3- [(N ' -(2 , 6~difluoromandelyl)-L-alaniny l)amino]-2 , 3-dihydro- 1 -(3 , 3- 
5 diinethyl-2-oxobutyl)- 5-(2-pyridyl)-lH-l ,4-benzodiazepin-2-one 

3- [(N ' -(4-fluoromandely I)-L-alaniny l)amino] -2 , 3-dihydro- 1 -(3 , 3-dimethyl-2 
oxobutyl)- 5-(2-pyridyl)-lH-l ,4-benzodiazepin-2-one 

10 3-[(N'-(2,5-difluoromandeIyl)-L-alaninyl)amino]"2,3-dihydro-l-(3,3- 

dimethyl-2-oxobutyl)- 5-(2-pyridyl)-lH-l ,4-benzodiazepin-2-one 



15 



3- [(N ' -(2 ,4 , 6-trifluoropheny lacety l)-L-alaniny l)amino] -2 , 3 -dihy dro- 1 -(3 , 3- 
dimethyl-2-oxobutyl)- 5-(2-pyridyl)-lH-l ,4-benzodiazepin-2-one 

3-[(N'-(4-fluoro-2-(trifluoromethyl)phenylacetyl)-L-aiaiiinyl)amino]-2,3- 
dihydro- 1 -(3 , 3-dimethy 1-2-oxobutyl)- 5-(2-pyridy 1)- IH- 1 ,4-benzodiazepin-2- 
one 

20 3-[(N'-(4,4,4-trifluorobutyryl)-L-alaninyl)amino]-2,3-dihydro-l-(3,3- 

dimethyl-2-oxobutyl)- 5~(2-pyridyl)-lH-l ,4-benzodiazepin-2-one 



25 



40 



3-[(N'-(4-isopropylphenylacetyl)-L-alaninyl)amino]-2,3-dihydro-'l-(3,3- 
dimethyl-2-oxobutyl)- 5-(2-pyridyl)-lH-l ,4-benzodiazepin-2-one 

3-[(N ' -(beta-pheny Uacty l)-L-alamny l)amino] -2 , 3-dihydro- 1 -(3 , 3-dimethy 1-2- 
oxobutyl)- 5-(2-pyridyl)-lH"l ,4-benzodiazepin-2-one 



3- [(N ' -(mandely O-L-alaniny l)amino] -2 , 3 -dihy dro- 1 -(3 , 3 -dimethy 1-2- 
30 oxobutyl)- 5-(2-pyridy 1)- IH- 1 ,4-benzodiazepin-2-one 

3-[(N'-(4-chloromandelyl)-L-alaninyl)amino]-2,3-dihydro-l-(3,3-dimethyl-2- 
oxobutyl)- 5-(2-pyridyl)-lH-l ,4-benzodiazepin-2-one 

35 3-[(N ' -(isovalery l)-L-alaniny l)amino]-2 , 3-dihydro- 1 -(3 , 3-dimethy 1-2- 

oxobutyl)- 5-(2-pyridyl)-lH-l ,4-benzodiazepin-2-one 



3-[(N'-(2,3,5-trifluorophenylacetyl)-L-alaninyl)amino]-2,3-dihydro-l-(3,3 
dimethy 1-2-oxobuty 1)- 5-(2-py ridy 1)- 1 H- 1 ,4-benzodiazepin-2-one 

3-[(N ' -(3-methylthiopropionyl)-L-alaniny l)amino] -2 , 3-dihydro- 1 -(3 , 3- 
dimethyl-2-oxobutyl)- 5-(2-pyridyl)-lH-l ,4-benzodiazepin-2-one 



3- [(N ' -(L-alpha-hydroxy isocaproy l)-L-alaniny l)amino] -2 , 3-dihydro- 1 -(3 , 3- 
45 dimethy 1-2-oxobuty 1)- 5-(2-pyridyl)- IH- 1 ,4-benzodiazepin-2-one 



wo 98/28268 



PCT/US97/22986 



- 854 - 



3-[(N ' -(3-nitrophenylacety l)-L-alaniny l)amino]-2 , 3-dihydro- 1 -(3 , 3-dimethy 1- 

2- oxobutyl)- 5-(2-pyridyl)-lH-l ,4-benzodiazepin-2-one 

3- [(N*-(D-3-phenyllactyl)-L-alaninyl)amino]-23-dihydro-l-(33-dimethyl^^^ 
5 oxobuty 1)- 5-(2-pyridy 1)- IH- 1 ,4-benzodiazepin-2-one 

3-[(N'-(4-methoxyphenylacetyl)-L-alaninyl)amino]-23-dihydro-l-(^^^ 
diethyl aminoethyl)- 5-(2-pyridyl)-lH-l,4-benzodiazepin-2-one 

10 3-[(N'-(2-thiopheneacetyl)-L-alaniny l)amino] -2 , 3-dihydro- 1 -(2-N ,N- 

diethylaminoethyl)-5-(2-pyridyl)-lH-l,4-benzodiazepin-2-one 



15 



30 



45 



34(N ' -(N " -acety 1-N " "pheny Iglyciny l)L-alaniny l)amino] -2 3-dihydro- 1^ 
N,N-diethyl aminoethyl)- 5-(2-pyridyl)-lH-l,4-benzodiazepin-2-one 

3-[(N'K3,5-difluorophenylacetyl)-L-alaninyl)amino]-2,3-dihydro-l-(2-N,N 
diethyl aminoethyl)- 5-(2-pyridyl)-lH-I,4-benzodiazepin-2~one 



3-[(N'-(3-bromophenylacetyl)-L-alaninyl)amino]-2,3-dihydro-l-(2-N,N- 
20 diethyl aminoethyl)- 5-(2-pyridyl)-lH-l,4-benzodiazepin-2-one 

3- [ (N ' - (pheny Imercaptoacety l)-L-alaniny l)amino] -2 , 3 -dihy dro- 1 -(2-N , N- 
diethyl aminoethyl)- 5-(2-pyridyl)-lH-l,4-benzodiazepin-2-one 

25 3-[(N'-(4-(trifluoromethyl)phenylacetyl)-L-alaninyl)amino]-2,3-dihydro-l-(2 

N,N-diethyl aminoethyl)- 5-(2-pyridyl)-lH-l,4-benzodiazepin-2-one 



3-[(N'-(3,5-bis(trifluoromethyl)phenylacetyl)-L-alaninyl)amino]-2,3-dihydro- 
l-(2-N,N-diethyl aminoethyl)- 5-(2-pyridyl)-lH-l ,4-benzodiazepin-2-one 

3- [(N ' -(cyclohexy lacetyl)-L-alaniny l)amino]-2 , 3-dihydro- 1 -(2-N ,N-diethy 1 aminoethyl) 
5-(2-pyridyl)-lH-l,4-benzodiazepin-2-one 



3-[(N'-(pentafluorophenoxyacetyl)-L-alaninyl)amino]-2,3-dihydro-l-(2-N,N- 
35 diethyl aminoethyl)- 5-(2-pyridyl)-lH-l,4-benzodiazepin-2-one 

3- [(N ' -(benzo [b] thiophene-3-acety l)-L-alaniny l)amino] -2 , 3-dihydro- 1 -(2- 
N,N-diethyl aminoethyl)- 5-(2-pyridyl)-lH-l,4-benzodiazepin-2-one 

40 3-[(N ' -(benzoy Iformy l)-L-alaniny l)amino] -2 , 3-dihydro- 1 -(2-N , N-diethy 1 

aminoethyl)- 5-(2-pyridyl)-lH-l ,4-benzodiazepin-2-one 



3-[(N'-(3,4-difluorophenylacetyl)-L-alaninyl)amino]-2,3-dihydro-l-(2-N,N 
diethyl aminoethyl)- 5-(2-pyridyl)-lH-l,4-benzodiazepin-2-one 

3-[(N'-(4-(2-thienyl)butyryl)-L-alaninyl)amino]-2,3-dihydro-l-(2-N,N- 
diethyl aminoethyl)- 5-(2-pyridyl)-lH-l,4-benzodiazepin-2-one 
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3- [(N ' -(5-methy Ihexanoy l)-L-alaniny l)amino] -2 , 3-dihydro- 1 -(2-N , N-diethy 1 
aminoethyl)- 5-(2-pyridyl)-lH-l ,4-benzodiazepin-2-one 

3- [(N ' -(4-fluoromandely l)-L-alaniny l)amino] -2 , 3-dihydro- 1 -(2-N , N-diethy 1 
aminoethyl)- 5-(2-pyridyl)-lH-l ,4-benzodiazepin-2-one 

3-[(N'-(2,5-difluoromandelyl)-L-alaninyl)amino]-2,3-dihydro-l-(2-N,N- 
diethyl aminoethyl)- 5-(2-pyridyl)-lH-l,4-benzodiazepin-2-one 

3-[(N'-(4,4,4-trifluorobutyryl)-L-alaninyl)amino]-2,3-dihydro-l-(2-N,N- 
diethyl aminoethyl)- 5-(2-pyridyl)-lH-l,4-benzodiazepin-2-one 

3-[(N'-(4-isopropylphenylacetyl)-L-alamnyl)amino]-2,3-dihydro-l-(2-N,N- 
diethyl aminoethyl)- 5-(2-pyridyl)-lH-l,4-benzodiazepin-2-one 

3- [(N ' -(beta-pheny llacty l)-L-alaniny l)amino] -2 , 3-dihydro- 1 -(2-N , N-diethy 1 
aminoethyl)- 5-(2-pyridyl)-lH-l ,4-benzodiazepin-2-one 

3-[(N'-(mandelyl)-L-alaninyl)amino]-2,3-dihydro-l-(2-N,N-diethyl 
aminoethyl)- 5-(2-py ridy 1)- 1 H- 1 ,4-benzodiazepin-2-one 

3-[(N'-(4-chloromandelyl)-L-alaninyl)amino]-2,3-dihydro-l-(2-N,N-diethyl 
aminoethyl)- 5-(2-pyridyl)-lH-l ,4-benzodiazepin-2-one 

3-[(N'-(isovaleryl)-L-alaninyl)amino]-2,3-dihydro-l-(2-N,N-diethyl 
aminoethyl)- 5-(2-pyridyl)-lH-l ,4-benzodiazepin-2-one 

3 - [(N ' -(2 , 3 , 5-trifluoropheny lacety l)-L-alaniny l)amino] -2 , 3-dihydro- 1 -(2- 
N,N-diethyl aminoethyl)- 5-(2-pyridyl)-lH-l,4-benzodiazepin-2-one 

3- [(N ' -(3 -methy Ithiopropiony l)-L-alaniny l)amino] -2 , 3-dihydro- 1 -(2-N , N- 
diethyl aminoethyl)- 5-(2-pyridyl)-lH-l,4-benzodiazepin-2-one 

3 - [(N ' -(L-alpha-hy droxy isocaproy l)-L-alaniny l)amino] -2 , 3 -dihy dro- 1 -(2- 
N,N-diethyl aminoethyl)- 5-(2-pyridyl)-lH-l,4-benzodiazepin-2-one 

3- [(N ' -(3-nitrppheny lacety l)-L-alaninyl)amino] -2 , 3-dihydro- 1 -(2-N , N-diethy 1 
aminoethyl)- 5-(2-pyridyl)-lH-l ,4-benzodiazepin-2-one 

3-[(N'-(D-3-phenyllactyl)-L-alaninyl)amino]-2,3-dihydro-l-(2-N,N-diethylaminoethyl)- 
5-(2-pyridyl)- IH- 1 ,4-benzodiazepin-2-one 

3-[N-(3,5-difluorophenylacetyl)-L-alaninyl]-amino-2,4-dioxo-l,5-bis- 
(2-methylpropyl)-2,3 ,4,5-tetrahydro-lH-l ,5-benzodiazepine 

3-[N-(3,5-difluorophenylacetyl)-L-alaninyl]-amino-2,4-dioxo-l,5-bis- 
(me thy l)-2 , 3 , 4 , 5 - tetrahy dro- 1 H- 1 , 5 -benzodiazep ine 
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3-[N-(3,5-difluorophenylacetyl)-L-alaninyl]-amino-2,4-dioxo-l,5-bis- 
(cy clopropy Imethy l)-2 , 3 , 4 , 5 -tetrahy dro- 1 H- 1 , 5-benzodiazepine 

3'-[N-(3,5-difluorophenylacetyl)-L-valinyl]-amino-2,4-dioxo-l,5-bis- 
(2-methy Ipropy l)-2 , 3 ,4 , 5-tetrahydro- 1 H- 1 , 5 -benzodiazepine 

3-[N-(3,5-difluorophenylacetyl)-L-valinyl]-amino-2,4-dioxo-l,5-bis- 
(methyl)-2,3 ,4,5-tetrahydro-lH-l ,5-benzodiazepine 

3-[N-(3 ,5-difluorophenylacetyl)-L-valinyI]-amino-2,4-dioxo- 1 ,5-bis- 
(cyclopropylmethyl)-2,3,4,5-tetrahydro-lH-l,5-benzodiazepine 

3-[N-(3,5-difluorophenylacetyl)-L-norvalinyl]-amino-2,4-dioxo-l,5- 
bis-(2-methyipr9pyl)-2,3 ,4,5-tetrahydro-lH-l ,5-benzodiazepine 

3-[N-(3,5-difluorophenylacetyl)-L-norvaIinyl]-amino-2,4-dioxo-l,5- 
bis-(methyl)-2,3.4,5-tetrahydro-lH-l,5-benzodiazepine 

3-[N-(3,5-difluorophenylacetyl)-L-norvalinyl]-amino-2,4-dioxo-l,5- 
bis-(cyclopropylmethyl)-2,3,4,5-tetrahydro-lH-l,5-benzodiazepine 

3 - [N - (3 , 5-difluoropheny lacety l)-L-methioniny 1] -amino-2 , 4-dioxo- 1,5- 
bis-(2-methy Ipropy l)-2 ,3,4, 5-tetrahydro- 1 H- 1 , 5 -benzodiazepine 

3-[N-(3,5-difluorophenylacetyl)-L-methioninyl]-amino-2,4-dioxo-l,5- 
bis-(methy l)-2, 3 ,4 , 5-tetrahydro- IH- 1 , 5 -benzodiazepine 

3-[N-(3,5-difluorophenylacetyl)-L-methioninyl]-amino-2,4-dioxo-l,5- 
bis-(cyclopropylmethy i)-2,3 ,4,5-tetrahydro-lH- 1 ,5 -benzodiazepine 

3-[N-(3,5-difluorophenylacetyl)-L-phenylalaninyl]-amino-2,4-dioxo- 
1 ,5-bis-(2-methy Ipropy l)-2, 3 ,4, 5-tetrahydro- IH- 1 ,5-benzodiazepine 

3-[N-(3,5-difluorophenylacetyI)-L-phenylalaninyl]-amino-2,4-dioxo- 
1 ,5-bis-(methyl)-2, 3, 4, 5-tetrahydro-lH-l ,5-benzodiazepine 

3-[N-(3,5-difluorophenyIacetyl)-L-phenylaianinyl]-amino-2,4-dioxo- 
l,5-bis-(cyclopropylmethyl)-2,3,4,5-tetrahydro-lH-l,5-benzodiazepine 

3-[N-(3,5-difluorophenylacetyl)-L-phenylglycinyl]-amino-2,4-dioxo- 
1 , 5-bis-(2-methy Ipropy i)-2 , 3 ,4 , 5-tetrahydro- IH- 1 , 5-benzodiazepine 

3-[N-(3,5-difIuorophenylacetyl)-L-phenylglycinyl]-amino-2,4-dioxo- 
1 ,5-bis-(methyi)-2,3,4,5-tetrahydro-lH-l ,5-benzodiazepine 

3-[N-(3,5-difluorophenyIacetyl)-L-phenylglycinyl] -amino-2, 4-dioxo- 
l,5-bis-(cyclopropylmethyl)-2, 3,4, 5-tetrahydro-lH-l, 5-benzodiazepine 
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3-[N-(3,5-difluorophenylacetyl)-(2-thienyI)glycine]-amino-2,4-dioxo- 
l,5-bis-(2-methylpropyI)-2,3,4,5-tetrahydro-lH--l,5-benzodiazepine 

3-[N-(3,5~difluorophenylacetyl)-{2-thienyl)glycine]-amino-2,4-dioxo- 
1 , 5-bis-(methy l)-2 ,3,4, 5-tetrahy dro- 1 H- 1 , 5 -benzodiazepine 

3-[N-(3,5-difluorophenylacetyl)-(2-thienyl)giycine]-amino-2,4-dioxo- 
l,5-bis-(cyclopropylmethyl)-2,3,4,5-tetrahydro-lH-l,5-benzodiazepine 

3-[N-(3,5-difluorophenyIacetyI)-(3-thienyl)glycine]-amino-2,4--dioxo- 
1 ,5-bis-(2-methylpropyl)-2,3,4,5-tetrahydro-lH-l ,5-benzodiazepine 

3-[N-(3,5-difluorophenylacetyl)-(3-thienyl)glycine]-amino-2,4-dioxo- 
1 ,5-bis-(methyl)-2,3 ,4,5-tetrahydro-lH-l ,5-benzodiazepine 

3-[N-(3,5-difluorophenylacetyl)--(3-thienyl)glycine]-amino-2,4-dioxo- 
l,5-bis-(cyclopropylmethyl)-2,3,4,5-tetrahydro-lH-l,5-benzodiazepine 

3-[N-(3,5-'difluorophenylacetyl)-L-threoninyl]-ainino-2,4-dioxo-l,5- 
bis-(2-methylpropyi)-2,3 ,4,5-tetrahydro-lH-l ,5-benzodiazepine 

3-[N-(3,5-difluorophenylacetyl)-L-threoninyl]-aminO"2,4-dioxo- 
1 , 5-bis-(methyI)-2, 3 ,4, 5-tetrahydro-lH-l ,5-benzodiazepine 

3- [N-(3 , 5-difluoropheny lacety l)-L-threoniny 1] -amino-2 , 4-dioxo- 1,5- 
bis-(cyclopropy Imethy l)-2 , 3 ,4 ,5-tetrahydro- IH- 1 , 5-benzodiazepine 

3-[N-(3,5-difluorophenylacetyl)-L-tyrosinyl]-amino-2,4-dioxo-l,5-bis- 
(2-methylpropyl)-2, 3 ,4, 5-tetrahydro-lH-l ,5-benzodiazepine 

3-[N-(3 , 5-difluoropheny lacety l)-L-tyrosinyl] -amino-2 , 4-dioxo- 1 , 5-bis- 
(methy l)-2 , 3 ,4 , 5-tetrahy dro- 1 H- 1 , 5-benzodiazepine 

3- [N-(3 , 5 -difluoropheny lacety l)-L-tyrosinyl] -amino-2 , 4-dioxo- 1,5- 
bis-(cyclopropy Imethy l)-2 ,3,4, 5-tetrahy dro- 1 H- 1 , 5 -benzodiazepine 

3-[N-(cyclopentylacetyl)-L-alaninyl]-amino-2,4-dioxo-l,5-bis- 
(2-methy Ipropy l)-2 ,3,4, 5-tetrahydro- IH- 1 , 5-benzodiazepine 

3-[N-(cyclopentylacetyl)-L-alaninyl]-amino-2,4-dioxo-l,5-bis- 
(methy l)-2 , 3 ,4 , 5-tetrahydro- IH- 1 , 5-benzodiazepine 

3-[N-(cyclopentylacetyl)-L-alaninyl]-amino-2,4-dioxo-l,5-bis- 
(cyclopropylmethyl)-2, 3 ,4,5-tetrahydro-lH-l ,5-benzodiazepine 

3-[N-(cyclopentylacetyl)-L-valinyl]-amino-2,4-dioxo- 1 ,5-bis- 
(2-methylpropyl)-2,3,4,5-tetrahydro-lH-l,5-benzodiazepine 
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3-[N-(cyclopentylacetyl)-L-valinyl]-amino-2,4-dioxo-l,5-bis- 
(methyl)-2,3 ,4,5-tetrahydro-lH-l ,5-benzodiazepine 

3-[N-(cyclopentylacetyl)'-L-valinyl]-amino-2,4-dioxo-l,5-b.is- 
5 (cyclopropylmethyl)-2,3,4,5-tetrahydro-lH-l ,5-benzodiazepine 

3-[N-(cyclopentylacetyl)-L-norvalinyl]-amino-2,4-dioxo-l,5- 
bis-(2-methylpropy l)-2 ,3 ,4,5-tetrahydro- IH- 1 ,5-benzodiazepine 

10 3-[N-(cyclopentylacetyl)-L-norvalinyl]-amino-2,4-dioxo-l,5- 

bis-(methyl)-2, 3 ,4, 5-tetrahydro-lH-l ,5-benzodiazepine 

3-[N-(cyclopentylacetyl)-L-norvalinyl]-amino-2,4-dioxo-l,5- 
bis-(cyclopropylmethyl)-2,3,4,5-tetrahydro-lH-l,5-benzodiazepine 

15 

3-[N-(cyclopentylacetyl)-L-methioninyl]-amino-2,4-dioxo-l,5- 
bis-(2-methyipropyl)-2, 3 ,4,5-tetrahydro-lH-l ,5-benzodiazepine 

3-[N-(cyclopentylacetyl)-L-methioninyl]-amino-2,4-dioxo-l,5- 
20 bis-(methyl)-2,3 ,4,5-tetrahydro-lH-l ,5-benzodiazepine 

3-[N-(cyclopentylacetyl)-L-methioninyl]-amino-2,4-dioxo-l,5- 
bis-(cyclopropylmethyl)-2, 3 ,4,5-tetrahydro-lH-l ,5-benzodiazepine 

25 3-[N-(cyclopentylacetyl)-L-phenylaIaninyl]-amino-2,4-dioxo- 

l,5-bis-(2-methylpropyl)-2,3,4,5-tetrahydro-lH-l,5-benzodiazepine 

3-[N-(cyclopentylacetyl)-L-phenylalaninyl]-amino-2,4-dioxo- 
1 ,5-bis-(methyl)-2,3,4,5-tetrahydro-lH-l ,5-benzodiazepine 

30 

3-[N-(cyclopentylacetyl)-L-phenylalaninyl]-amino-2,4-dioxo- 
l,5-bis-(cyclopropylmethyl)-2,3,4,5-tetrahydro-lH-I,5-benzodiazepine 

3-[N-(cyclopentylacetyl)-L-phenyIglycinyl]-amino-2,4-dioxo- 
35 1 ,5-bis-(2-methylpropyl)-2,3,4,5-tetrahydro-lH-l ,5-benzodiazepine 

3-[N-(cyciopentylacetyl)-L-phenylglycinyl]-amino-2,4-dioxo- 
1 , 5-bis-(methyl)-2, 3 ,4, 5-tetrahydro-lH-l ,5-benzodiazepine 

40 3-[N-(cyclopentylacetyl)-L-phenylglycinyl]-amino-2,4-dioxo- 

1 ,5-bis-(cyclopropylmethyl)-2, 3 ,4, 5-tetrahydro-lH-l ,5-benzodiazepine 

3-[N-(cyclopentylacetyl)-(2-thienyl)glycine]-amino-2,4-dioxo- 

1 , 5-bis-(2-methy Ipropy l)-2 , 3 ,4 , 5-tetrahy dro- 1 H- 1 , 5 -benzodiazepine 

45 

3-[N-(cyclopentylacetyl)-(2-thienyl)giycine]-amino-2,4-dioxo- 
1 , 5-bis-(methy l)-2 ,3,4 , 5-tetrahy dro- 1 H- 1 , 5-benzodiazepine 
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3-[N-(cyclopentylacetyl)-(2-thienyl)glycine]-ainino-2,4-dioxo- 

1 , 5-bis- (cy clopropy Imethy l)-2 ,3,4,5 -tetrahy dro- 1 H- 1 , 5 -benzodiazepine 

3-[N-(cyclopentylacetyl)-(3-thienyl)gIycine]-amino-2,4-dioxo- 

1 ,5-bis-(2-methylpropyl)-2,3 ,4,5-tetrahydro-lH-l ,5-benzodiazepine 

3-[N-(cyclopentyIacetyl)-(3-thienyl)glycine]-amino-2,4-dioxo- 
1 , 5-bis-(methy l)-2 ,3,4 , 5-tetrahy dro- 1 H- 1 , S-benzodiazepine 

3-[N-(cyclopentylacetyl)-(3-thienyl)glycine]-amino-2,4-dioxo- 

1 ,5-bis-(cyciopropylmethyl)-2,3 ,4,5-tetrahydro-lH-l ,5-benzodiazepine 

3-[N'(cyclopentylacetyl)-L-serinyl]-amino-2,4-dioxo-l,5-bis- 
(2-methy Ipropy 1)"2 ,3,4,5 -tetrahy dro- 1 H- 1 , 5-benzodiazepine 

3-[N-(cyclopentylacetyl)-L-threoninyl]-amino-2,4-dioxo-l,5- 
bis-(2-methy Ipropy l)-2, 3 ,4,5-tetrahydro-lH-l , 5-benzodiazepine 

3-[N-(cyclopentylacetyI)-L-threoninyl]-amino-2,4-dioxo- 1 ,5- 
bis-(methy l)-2 , 3 ,4 , 5-tetrahy dro- IH- 1 , 5-benzodiazepine 

3-[N-(cyclopentylacetyl)-L-threoninyl]-amino-2,4-dioxo-l,5- 
bis-(cyclopropylmethy l)-2 , 3 ,4 ,5-tetrahydro- IH- 1 , 5-benzodiazepine 

3-[N-(cyclopentylacetyl)-L-tyrosinyl]-amino-2,4-dioxo-l,5-bis- 
(2-methy Ipropy I)-2 , 3 ,4, 5 -tetrahy dro- IH- 1 , 5-benzodiazepine 

3-[N-(cyclopentylacetyl)-L-tyrosinyl]-amino-2,4-dioxo-l,5- 
bis-(methy l)-2 , 3 ,4, 5 -tetrahy dro- IH- 1 , 5-benzodiazepine 

3-[N-(cyclopentylacetyl)-L-tyrosinyl]-amino-2,4-dioxo-l,5- 
bis-(cyclopropylmethyl)-2 ,3,4, 5 -tetrahy dro- IH- 1 , 5-benzodiazepine 

3- [N-(4 ,4 , 4-trifluorobutry l)-L-alaniny 1] -amino-2 , 4-dioxo- 1 , 5-bis- 
(2-methy Ipropy l)-2 ,3,4 , 5-tetrahydro- 1 H- 1 , 5-benzodiazepine 

3- [N-(4 , 4,4-trifluorobutry l)-L-aianiny 1] -amino-2 , 4-dioxo- 1 , 5- 
bis-(methyl)-2 , 3 , 4, 5 -tetrahy dro- IH- 1 , 5-benzodiazepine 

3-[N-(4,4,4-trifluorobutryl)-L-alaninyl]-aniino-2,4-dioxo-l,5-bis- 
(cyclopropylmethyl)-2,3,4,5-tetrahydro-lH-l, 5-benzodiazepine 

3- [N-(4 , 4 , 4-trifluorobutry l)-L-valinyl] -amino-2 ,4-dioxo- 1 , 5-bis- 
(2-methylpropyl)-2,3 ,4,5-tetrahydro-lH-l , 5-benzodiazepine 

3-[N-(4,4,4-trifluorobutryl)-L-vaiinyl]-amino-2,4-dioxo-l,5-bis- 
-(methy l)-2 ,3,4, 5-tetrahydro- 1 H- 1 , 5 -benzodiazep ine 



- 860 - 



3-[N-(4,4,4-trifluorobutiyl)-L-valinyI]-aminO"2,4-dioxo-l,5-bis- 
(cyclopropylmethyl)-2,3 ,4,5-tetrahydro-lH-l ,5-benzodiazepine 

3-[N-(4,4,4-trifluorobutryl)-L-norvalinyl]-amino--2,4--dioxo-l,5- 
bis-(2-methyIpropyl)-2,3 ,4,5-tetrahydro-lH-l ,5 -benzodiazepine 

3- [N-(4 ,4 ,4-trifluorobutry l)-L-norvaliny 1] -amino-2 ,4-dioxo- 1 , 5- 
bis- (methyl) -2 ,3,4 , 5-tetrahydro- 1 H- 1 , 5 -benzodiazepine 

3-[N-(4 , 4 , 4-trifluorobutry l)-L-norvaliny 1] -amino-2 ,4-dioxo- 1 , 5- 
bis-(cyclopropylniethyi)-2,3 ,4,5-tetrahydro-lH-l ,5-benzodiazepine 

3-[N-(4,4,4-trifluorobutryl)-L-methioninyl]-amino-2,4-dioxo-l,5- 
bis-(2-methylpropyl)-2,3 ,4,5-tetrahydro-lH- 1 ,5 -benzodiazepine 

3-[N-(4,4,4-trifluorobutryl)-L-methioninyl]-amino-2,4-dioxo-l,5- 
bis- (methyl) -2,3,4, 5 -tetrahy dro- 1 H- 1 , 5 -benzodiazepine 

3-[N-(4,4,4-trifluorobutryl)-L-methioninyl]-amino-2,4-dioxo-l,5- 
bis-(cyclopropylmethyi)-2,3 ,4,5-tetrahydro-lH-l ,5-betizodiazepine 

3- [N-(4 ,4 ,4-trifluorobutry l)-L-pheny lalaniny 1] -amino-2 ,4-dioxo- 
1 ,5-bis-(2-methy Ipropy l)-2 ,3,4, 5-tetrahydro- IH- 1 , 5-benzodiazepine 

3-[N-(4,4,4-trifluorobutryl)-L-phenylalaninyl]-amino-2,4-dioxo- 
1 ,5-bis-(methyl)-2 , 3 ,4, 5-tetrahydro- IH- 1 , 5-benzodiazepine 

3-[N-(4,4,4-trifluorobutryl)-L-phenylalaninyl]-amino-2,4-dioxo- 

1 , 5-bis-(cy clopropy Imethy l)-2 ,3,4, 5-tetrahydro- 1 H- 1 , 5-benzodiazepine 

3-[N-(4,4,4-trifluorobutryl)-phenylglycinyl]-amino-2,4-dioxo- 

- 1 ,5-bis-(2-methy Ipropy l)-2 ,3 ,4 ,5-tetrahydro- IH- 1 ,5 -benzodiazepine 

3-[N-(4,4,4-trifluorobutryl)-L-phenylglycinyl]-amino-2,4-dioxo- 
1 , 5-bis-(methyl)-2, 3,4, 5-tetrahydro-lH-l , 5-benzodiazepine 

3-[N-(4,4,4-trifluorobutryl)-L-(2-thienyl)glycine]-amino-2,4- 

dioxo-1 ,5-bis-(2-methylpropyl)-2, 3 ,4, 5-tetrahydro-lH-l , 5-benzodiazepine 

3-[N-(4,4,4-trifluorobutryl)-L-(2-thienyl)glycine]-amino-2,4- 
dioxo-l,5-bis-(methyl)-2,3,4,5-tetrahydro-lH-l, 5-benzodiazepine 

3-[N-(4,4,4-trifluorobutryl)-L-(2-thienyl)glycine]-amino-2,4- 
dioxo-1 ,5-bis-(cyclopropylmethyl)-2,3,4,5-tetrahydro-lH-l ,5- 
benzodiazepine 
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3-[N-(4,4,4-trifluorobutryl)-L-(3-thienyl)glycine]-amino--2,4- 
dioxo-l,5-bis-(2-methylpropyl)-23,4,5-tetrahydro-lH-l,5-benzodiazepine 

3-[N-(4,4,4-trifluorobutryl)-L-(3-thienyl)glycine]-amino-2,4- 
5 dioxo-1 ,5-bis-(methyI)-2,3,4,5-tetrahydro-lH-l ,5-benzodiazepine 

3-[N-(4,4,4-trifluorobutryl)-L-(3-thienyl)glycine]-amino-2,4- 

dioxo-l,5-bis-(cyclopropylmethyl)-2,3,4,5-tetrahydro-lH-l,5- 

-benzodiazepine 

10 

3-[N-(4,4,4-trifluorobutryl)-L-cyclohexylglycinyl]-ainino-2,4- 

dioxo- 1 , 5 -bis-(2-methy Ipropy l)-2 ,3,4,5- tetrahy dro- 1 H- 1 , 5 -benzodiazepine 

3-[N-(4,4,4-trifluorobutryl)-L-cyclohexylglycinyl]-amino-2,4- 
15 -dioxo-1 ,5-bis-(methyl)-2,3,4,5-tetrahydro-lH-l ,5-benzodiazepine 

3-[N-(4,4,4-trifluorobutryl)-L-cyclohexylglycinyl]-amino-2,4- 
dioxo-1 ,5-bis-(cyclopropylmethyl)-2,3,4,5-tetrahydro-lH-l ,5- 
benzodiazepine 

20 

3-[N-(4,4,4-trifluorobutryl)-L-threoninyl]-amino-2,4-dioxo-l,5- 
bis-(2-methy Ipropy l)-2 ,3,4 , 5-tetrahy dro- 1 H- 1 , 5 -benzodiazepine 

3-[N-(4 ,4 , 4-trifluorobutry l)-threoniny 1] -amino-2 ,4-dioxo- 1,5- 
25 bis-(methyl)-2,3,4,5-tetrahydro-lH-l ,5-benzodiazepine 

3-[N-(4,4,4-trifluorobutryI)-L-threoninyl]-amino-2,4-dioxo-l,5- 
bis-(cyclopropylmethyl)-2,3,4,5-tetrahydro-lH-l,5-benzodiazepine 

30 3-(3 ,5-difluorophenylacetyl)amino-2,3-dihydro-l-methyl-5-phenyi-l//-l ,4- 

benzodiazepin-2-one 

3-(N ' -(3 , 5-difluoropheny lacety l)-L-alaniny l)amino-2 , 3-dihy dro- 1 -ethy 1-5- 
phenyl-l//-l ,4-benzodiazepin-2-one 

35 

3-[N'-(3,5-difluorophenylacetyl)-L-alaninyl]-amino-2,3-dihydro-5-phenyl- 
IH- 1 ,4-benzodiazepin-2-one 

3- [N ' -(3 , 5-difluoropheny iacety l)-L-alaniny 1] -amino-2 , 3 -dihydro- 1 -methy 1-5- 
40 (l-piperidinyl)-lH-l ,4-benzodiazepin-2-one 

3-[N'-(3,5-difluorophenylacetyl)-L-alaninyl]-amino-7-chloro-2,3-dihydro-l- 
methyl-5-phenyl-lH- 1 ,4-benzodiazepin-2-one 

45 3-[N'-(3,5-difluorophenylacetyI)-L-alaninyi]-amino-7-bromo-2,3-dihydro-l- 

methyl-5-(2-fluorophenyI)-lH-l,4-benzodiazepin-2-one 
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3- [N ' -(3 , 5-difluoropheny lacety 1)-N ' -methy 1-L-alaniny l]-amino-2 , 3-dihydro- 
1 -methy 1-5-pheny 1- 1 H- 1 ,4-benzodiazepin-2-one 

3-[N'-(3,5-difluorophenylacetyl)-L-alaninyl]-amino-7-chloro-2,3-dihydro-l- 
5 methy l-5-(2-chloropheny 1)- IH- 1 ,4-benzodiazepin-2-one 

3~[N'-(3,5-difluorophenylacetyl)-L-alaninyl]-amino-5-cyclohexyl-2,3- 
dihydro- 1 -methyl- 1 H- 1 ,4-benzodiazepin-2-one 

10 3-[N ' -(3 , 5-difluoropheny lacety l)-L-alaniny I] -amino-2 , 3-dihy dro- 1 -methy 1-7- 

nitro-5 -phenyl- IH- 1 , 4-beiizodiazepin-2-one 

3 - [N ' -(3 , 5 -difluoropheny lacety l)-L-alaninyl] -amino-2 , 3 -dihy dro- 1 -methy 1-5 - 
(2-fluoropheny 1)- 1 H- 1 ,4-benzodiazepin-2-one 
15 3-[N'-(3,5-difluorophenyI-a-hydroxyacetyl)-L-valinyl]-amino-2,3-dihydro-l- 

methyl-5-pheny 1- IH- 1 ,4-benzodiazepin-2-one 

3-[N'-(3,5-difluorophenyl-Q:-hydroxyacetyl)-L-rm-leucinyl]-amino-2,3- 
dihy dro- 1 -methy 1-5 -phenyl- 1 H- 1 , 4-benzodiazepin-2-one 

20 

3- [N ' -(3 , 5-difluoropheny lacety l)-L-alaninyl] -amino-2 , 3-dihydro- 1 -methy 1-5- 
(3-fluorophenyl)-lH-l,4-benzodiazepin-2-one 

3 - [N ' -(3 , 5-difluoropheny lacety l)-L-alaninyl] amino-2 , 3-dihydro- 1 -methy 1-5- 
25 (4-fluoropheny 1)- 1 H- 1 ,4-benzodiazepin-2-one 

3- [N ' -(cyclopenty l-a-hy droxy acety l)-L-alaniny 1] -amino-2 , 3-dihy dro- 1 - 
methyl-5-phenyl-lH-l,4-benzodiazepin-2-one 

30 3-[N'-(cyclopentyl-Q:-hydroxyacetyl)-L-valinyl]-amino-2,3-dihydro-l- 

methyl-5-phenyl-lH- 1 ,4-benzodiazepin-2-one 

3-[N'-(3,5-difluorophenylacetyl)-L-alaninyl]amino-2,3-dihydro-l,5- 
dimethy 1- 1 H- 1 ,4-ben2odiazepin-2-one 

35 

3- [N ' -(3 , 5-difluoropheny lacety l)-L-alaninyl] amino-2 , 3-dihydro- 1-isobuty 1-5- 
pheny 1)- IH- 1 ,4-benzodiazepin-2-one 

3-[N'-(3,5-difluorophenyl-a-hydroxyacetyl)-L-alaninyl]amino-2,3-dihydro- 
40 l-methyl-5-phenyl-lH-l ,4-benzodiazepin-2-one 

3- [N ' -(3 , 5-difluoropheny l-Q:-oxoacetyl)-L-alaninyl] amino-2 , 3-dihydro- 1 - 
methyl-5-phenyl-lH-l,4-benzodiazepin-2-one 

45 3-[N'-(2-methyIthioacetyI)-L-alamnyl]amino-2,3-dihydro-l-methyl-5-phenyl- 

lH-1 ,4-benzodiazepin-2-one 
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3-[N ' -(3 , 5-difluorophenylacetyl)-L- valinyl]amino-23-dihydro- 1 -methyl-^ 
phenyl- IH- 1 ,4-benzodiazepin-2-one 

3- [N ' -(3 , 5-difluoropheny lacety l)-L-tert-leuciny 1] ainino-2 , 3-dihy dro- 1 - 
methyl-5-pheny 1- IH- 1 ,4-benzodiazepin-2-one 

3- [N ' ~(3 , 5-difluoropheny lacety l)-L-alaninyl]amino-2 3-dihy dro- 1 -isopropyl^ 
5-pheny 1- 1 H- 1 ,4-benzodiazepin-2-one 

3- [N ' -(3 , 5-difluoropheny lacety i)-L-alaninyl] amino-2 , 3-dihy dro- 1 - 
cy clopropy Imethy 1-5-pheny 1- IH- 1 ,4-benzodiazepin-2-one 

3-[N ' -(3 , 5-difIuoropheny 1-a-fluoroacety l)-L-alaniny l]aniino-2 , 3 -dihydro- 1 - 
methy 1-5-pheny 1- 1 H- 1 ,4-benzodiazepin-2-one 

3-[N'-(3,5-difluorophenylacetyl)-L-alaninyl]amino-2,3-dihydro-l-/2-propyl- 
5-pheny 1- 1 H- 1 ,4-benzodiazepin-2-one 

3-[N ' -(3-methy Ibutyry l)-L-pheny Iglyciny 1] amino-2 , 3-dihy dro- 1 -methy 1-5- 
phenyl-lH-1 ,4-benzodiazepin-2-one 

3 - [N ' -(3 , 5 -difluoropheny lacety l)-L-pheny Iglyciny 1] amino-2 , 3-dihy dro- 1 - 
methy 1-5 -phenyl- 1 H- 1 ,4-benzodiazepin-2-one 

3- [N ' -(2-pheny Ithioacety l)-L-alaniny 1] amino-2 , 3-dihy dro- 1 -methy 1-5-phenyl- 
lH-1 ,4-benzodiazepin-2-one 

3- [N ' -(3-methy Ibutyry l)-L-alaninyl] amino-2 , 3-dihydro- 1 -methy 1-5-phenyl- 
lH-1 ,4-benzodiazepin-2-one 

3- [N ' -(2-pheny Ithioacety l)-L-pheny iglyciny 1] amino-2 , 3 -dihy dro- 1 -methy 1-5- 
pheny 1- IH- 1 ,4-benzodiazepin-2-one 

3- [N ' -(3-(4-methoxypheny l)propiony l)-L-alamny 1] amino-2 , 3-dihy dro- 1 - 
methy 1-5-phenyl- IH- 1 ,4-benzodiazepin-2-one 

3-[N'-(3-bromophenylacetyl)-L-alaninyl]amino-2,3-dihydro-l-methyl-5- 
phenyl-lH-1 ,4-benzodiazepin-2-one 

3-[N ' -(4-cyclohexy Ibutyry l)-L-alaninyl] amino-2 , 3-dihydro- 1 -methy 1-5- 
phenyl- 1 H- 1 , 4-benzodiazepin-2-one 

3-[N'-(4-methoxyphenylacetyI)-L-alaninyl]amino-2,3-dihydro-l-methyl-5-(2- 
pyridyl)-lH-l,4-benzodiazepin-2-one 

3-[N'-(3-methyl-2-hydroxylbutyryl)-L-alaninyl]amino-2,3-dihydro-l-methyl- 
5-pheny 1- 1 H- 1 ,4-benzodiazepin-2-one 
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3-[N'-(3-methyl-2-hydroxylbutyryI)-L-alaninyl]amino-23-dihydro-l-m 
5-phenyl-lH- 1 ,4-benzodiazepin-2-one 

3-[N'-(33-dimethylbutyryl)~L-alaninyl]amino-2,3-dihydro-l-methyl-5- 
5 phenyl- 1 H- 1 ,4-beiizodiazepin-2-one 

3-[N'-(thien-2-yl-acetyl)-L-alaninyl]amino-2,3-dihydro-l-methyl-5'-(2- 
pyridy 1)- IH- 1 ,4-benzodiazepin-2-one 

10 3-[N '-(3 ,5-difluoropheny lacety l)-L-alaniny 1] amino-2 ,3-dihydro- 1 -methyl-5- 

(2-pyridyl)-lH- 1 ,4-benzodiazepin-2-one 

3-[N'-(3-bromophenylacetyl)-L-alaninyl]amino-23-dihydro-l-methyl-5'-(2- 
pyridy 1)- 1 H- 1 ,4-benzodiazepin-2-one 

15 

3- [N ' -(2-phenylthioacetyl)-L-alaniny l]amino-2 , 3-dihydro- 1 -methy l-5-(2- 
pyridy 1)- IH- 1 ,4-benzodiazepin-2-one 

3-[N'-(4-ethoxyphenylacetyI)-L-alaninyl]amino-2,3-dihydro-l-methyl-5-(^ 
20 pyridyl)-lH-l ,4-benzodiazepin-2-one 

3- [N ' -(4-trifluoromethylpheny lacety l)-L-alaninyl]amino-2 , 3-dihydro- 1 - 
methy l-5-(2-pyridy 1)- 1 H- 1 ,4-benzodiazepin-2-one 

25 3- [N ' -(3 , 5-di(trifluoromethyl)pheny lacety O-L-alaninyl] amino-2 , 3-dihydro- 1 - 

methy l-5-(2 -pyridy 1)- IH- 1 ,4~benzodiazepin-2-one 

3- [N ' -(2-methylthioacetyl)-L-alaninyl] amino-2 , 3-dihydro- 1 -methy l-5-(2- 
py ridy 1)- 1 H- 1 ,4-benzodiazepin-2-one 

30 

3-[N'-(2-cyclohexylacetyl)-L-alaninyl]amino-2,3-dihydro-l-methyl-5-(2- 
py ridy 1)- IH- 1 ,4-benzodiazepin-2-one 

3- [N ' -(2 , 3 , 4 , 5 , 6-pentafluoropheny loxy acety l)-L-alaniny 1] amino-2 , 3 -dihydro- 
35 1 -methy l-5-(2-py ridy 1)- IH- 1 ,4-benzodiazepin-2-one 

3-[N'-(thionaphth-3-ylacetyl)-L-alaninyl]amino-2,3-dihydro-l-methyl-5-(2- 
py ridy 1)- 1 H- 1 ,4-benzodiazepin-2-one 

40 3-[N'-(2,4,6-trimethylphenylacetyl)-L-alaninyl]amino-2,3-dihydro-l-methyl- 

5-(2-pyridyl)-lH-l ,4-benzodiazepin-2-one 

3-[N'-((4-phenyI)phenylacetyl)-L-alaninyl]amino-2,3-dihydro-l-methyl-5-(2- 
pyridyl)-lH-l,4-benzodiazepin-2-one 

45 

3-[N ' -(3 ,4-difluoropheny lacety l)-L-alaninyl] amino-2 , 3-dihydro- 1 -methy 1-5- 
(2-pyridyl)-lH-l,4-benzodiazepin-2-one 
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34N'-(4-(thien-2-yl)butyryl)-L-alaninyl]ammo-2,3-dihydro-l-meth^ 
pyridyl)- IH- 1 ,4-benzodiazepin-2-one 

3-[N ' -(5-methylhexanoy l)-L-alaniny l]amino-2 , 3-dihydro- 1 -methy l-5-(2- 
5 pyridyl)-lH-l ,4-benzodiazepin-2-one 

3-[N '-(2-methoxycarbonylacetyl)-L-alaninyl]amino-2,3-dihydro- 
(2 -pyridyl)- 1 H- 1 ,4-benzodiazepin-2-one 

10 3-[N'-(2,6-difluorophenyl)-a-hydroxyacetyl)-L-alaninyl]amino-2,3-dihydro- 

1 -methy l-5-(2-pyridy 1)- IH- 1 ,4-benzodiazepin-2"One 



15 



30 



45 



3-[N'-(4-fluorophenyl)-a-hydroxyacetyl)-L-aianinyl]amino--2,3-dihydro-l- 
methyl-5-(2-pyridyl)- lH-1 ,4-benzodiazepin-2-one 

3-[N'-(2,5-difluorophenyl)-a-hydroxyacetyI)-L-alaninyl]amino-2,3-dihydro- 
1 -methy l-5-(2-pyridy 1)- IH- 1 ,4-beiizodiazepin-2-one 



3- [N ' -(2 ,4 , 6-trifluoropheny l)acety l)-L-alamny 1] amino-2 , 3-dihydro- 1 -methy 1- 
20 5-(2-pyridyl)- IH- 1 ,4-beiizodiazepin-2-one 

3- [N ' -(2-trifluoromethy 1-4-fluoropheny l)acety l)-L-aianiny 1] amino-2 , 3 - 
dihydro- 1 -methy l-5-(2-pyridyl)- 1 H- 1 ,4-benzodiazepin-2-one 

25 3-[N'-(4 ,4,4-trifluorobutyryl)-L-alaniny l]amino-2 , 3-dihydro- 1 -methy I-5-(2- 

py ridy 1)- 1 H- 1 ,4-benzodiazepin-2-one 



3-[N'-(4-/i'o-propylphenylacetyl)-L-alaninyl]amino-2,3-dihydro-l-methyl-5- 
(2-pyridy 1)- IH- 1 ,4-benzodiazepin-2-one 

3- [N ' -(3-pheny 1-2-hy droxypropiony l)-L-alaniny 1] amino-2 , 3-dihydro- 1 - 
methyI-5-(2-pyridyl)-lH-l,4-benzodiazepin-2-one 



3-[N ' -(pheny 1-a-hy droxy acety l)-L-alaninyl] amino-2 , 3-dihydro- 1 -methy 1-5 
35 (2-pyridyl)- IH- 1 ,4-benzodiazepin-2-one 

3- [N ' -(4-chloropheny 1-a-hy droxy acety l)-L-alaniny 1] amino-2 , 3 -dihydro- 1 - 
methyl-5-(2-pyridyl)-lH-l,4-benzodiazepin-2-one 

40 3-[N'-(3-methylbutyryl)-L-alaninyl]amino-2,3-dihydro-l-methyl-5-(2- 

pyridy 1)- IH- 1 ,4-benzodiazepin-2-one 



3-[N ' -(2 , 3 ,5-trifluoropheny lacetyl)-L-aianiny 1] amino-2 , 3-dihydro- 1-methyl- 
5-(2-pyridyl)-lH-l,4-benzodiazepin-2-one 

3-[N ' -(3-methy Ithiopropiony l)-L-alaniny 1] amino-2 , 3-dihydro- 1 -methy l-5-(2- 
pyridyl)- lH-l,4-benzodiazepin-2-one 
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3-[N'-(3-methyl-2-hydroxybutyryl)-L-alaninyl]amino-23-dihydro-l-methyl- 
5-(2-pyridyl)-lH-l ,4-benzodiazepin-2-one 

3-[N'-(3-nitrophenylacetyl)-L-alaninyl]amino-23-dihydro-l-methyi-5-(2- 
5 pyridyl)- IH- 1 ,4-benzodiazepin-2-one 

3- [N ' -(4-methoxypheny lacety l)-L-alaniny 1] aniino-2 , 3-dihydro- 1 -(rm- 
butyIcarbonylmethyl)-5-(2-pyridyl)-lH-l,4-benzodiazepin-2-one 

10 3- [N'-(2-thieny lacetyl)-L-alaninyl]amino-2, 3-dihydro- 1 -(rm- 

buty Icarbony Imethy I)-5-(2-pyridy 1)- IH- 1 ,4-benzodiazepin-2-one 

3-[N'-(3,5-difluorophenylacetyl)-L-alaninyl]amino-2,3-dihydro-l-(rm- 
butylcarbonylinethyl)-5-(2-pyridyl)-lH-l,4-benzodiazepin-2-one 

15 

3 - [N ' -(3 -bromopheny lacety l)-L-alaniny 1] amino-2 , 3 -dihydro- 1 -(rerr- 
butylcarbonylmethyl)-5-(2-pyridyl)-lH-l,4-beiizodiazepin-2-one 

3- [N ' -(2-pheny Ithioacety l)-L-alaniny 1] amino-2 , 3 -dihydro- 1 -{tert- 
20 buty Icarbony imethy l)-5-(2-pyridyl)- IH- 1 ,4-benzodiazepin-2-one 

3- [N ' -(4-ethoxypheny lacety l)-L-alaninyl] amino-2 , 3-dihydro- 1 -(rm- 
butylcarbonylmethyl)-5-(2-pyridyI)-lH-l,4-benzodiazepin-2-one 

25 3- [N ' -(4-trifluoromethylpheny lacety I)-L-alaninyl] amino-2 , 3-dihydro- 1 -(rm- 

butylcarbonylmethyl)-5-(2-pyridyi)-lH-l,4-benzodiazepin-2-one 

3- [N ' - (3 , 5-di-(trifluoromethyl)pheny lacety l)-L-alaninyl] amino-2 , 3 -dihydro- 
1 -(rm-butylcarbony Imethy l)-5-(2-pyridyl)- IH- 1 ,4-benzodiazepin-2-one 

30 

3- [N ' -(2-methy Ithioacety l)-L-alaninyl] amino-2 , 3-dihydro- 1 -(rerf- 
buty Icarbony Imethy l)-5-(2-pyridyl)- IH- 1 ,4-benzodiazepin-2-one 

3- [N ' -{2-cyclomethy lacety l)-L-alaninyl] amino-2 , 3 -dihydro- 1 - {ten- 
35 butylcarbonylmethyl)-5-(2-pyridyl)-lH-l,4-benzodiazepin-2-one 

3-[N'-(2, 3,4,5, 6-pentafluorophenyloxyacetyl)-L-alaninyl]amino-2,3-dihydro- 
l-(/m-butylcarbonylmethyl)-5-(2-pyridyl)- IH- 1 ,4-benzodiazepin-2-one 

40 3 - [N ' -(thionaphth-3 -y lacety l)-L-alaninyl] amino-2 , 3 -dihydro- 1 - (/^rr- 

butylcarbony Imethy l)-5-(2-pyridyl)- IH- 1 ,4-benzodiazepin-2-one 

3-[N'-(2,4,6-trimethylphenylacetyl)-L-alaninyl]amino-2,3-dihydro-l-(r^rr- 
buty Icarbony Imethy l)-5-(2-pyridyl)- IH- 1 ,4-benzodiazepin-2-one 

45 
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3- [N ' -((4-pheny l)pheny lacety l)-L-alaniny I] amino-2 , 3-dihydro- 1 -(re/t- 
butylcarbonylmethyl)-5-(2-pyridyl)-lH-l,4-benzodiazepin-2-one 

3-[N'-(3,4-difluorophenylacetyI)-L-alaninyI]amino-2,3--dihydro-l-(re/t- 
5 butylcarbony lmethyl)-5-(2-pyridy 1)- IH- 1 ,4-benzodiazepin-2-one 

3-[N ' -(4-(2-thieny l)butyry l)-L-alamnyl]amino-2 , 3-dihydro- 1 -(rm- 
butylcarbonylmethyl)-5-(2-pyridyl)-lH-l,4-benzodiazepin-2-one 

10 3-[N'-(5-methylhexanoyI)-L-alaninyI]amino-2,3-dihydro-l-(rerr- 

butylcarbonylmethyl)-5-(2-pyridyl)-lH-l,4-ben2odiazepin-2-one 

3- [N ' -(2-methoxycarbony lacety l)-L-alaninyl] amino-2 , 3-dihydro- 1 -(rm- 
butylcarbonylmethyl)-5-(2-pyridyl)- lH-1 ,4-benzodiazepin-2-one 

15 

3- [N ' -(2 , 6-difluoropheny l-a-hydroxyacety 1) -L-alaniny 1] amino-2 , 3-dihy dro- 
l-(rm-butylcarbonylmethyl)-5-(2-pyridyl)-lH-l,4-benzodiazepin-2-one 

3- [N ' -(4-fluoropheny 1-a-hy droxy acety l)-L-aianiny 1] amino-2 , 3-dihydro- 1 - 
20 (^m-butyIcarbonylmethyl)-5-(2-pyridyI)-lH-l,4-benzodiazepin-2-one 

3-[N'-(2,5-difluorophenyl-a-hydroxyacetyl)-L-alaninyl]amino-2,3-dihydro- 
l-(/m-butylcarbonylniethyl)-5-(2-pyridyi)-lH-l,4-benzodiazepin-2-one 

25 3- [N ' -(2 ,4 , 6-trifluoropheny lacety l)-L-alaninyl] amino-2 , 3 -dihy dro- 1 -(r^rr- 

butylcarbonylmethyl)-5-(2-pyridyl)-lH-l,4-benzodiazepin-2-one 

3-[N'-(2-trifluoromethyl-4-fluorophenylacetyl)-L-alaninyl]amino-2,3- 

dihydro-l-(rm-butylcarbonylmethyl)-5-(2-pyridyI)-lH-l,4-benzodiazepin-2- 
30 one 

3-[N'-(4,4,4-trifluorobutyryl)-L-alaninyl]amino-2,3-dihydro-l-(rm- 
butylcarbonylmethyl)-5-(2-pyridyl)-lH-l,4-benzodiazepin-2-one 

35 3-[N ' -(4-/5a-propylpheny lacety l)-L-alaninyl] amino-2 , 3-dihy dro- 1 -(r^rf- 

butylcarbonylmethyl)-5-(2-pyridyl)- lH-1 ,4-benzodiazepin-2-one 

3-[N'-(3-phenyl-2-hydroxypropionyl)-L-alaninyl]amino-2,3-dihydro-l-(rm- 
butylcarbonylmethyl)-5-(2-pyridyl)-lH-l,4-benzodiazepin-2-one 

40 

3- [N ' -(pheny l-a-hydroxy acety l)-L-aianiny 1] amino-2 , 3-dihy dro- 1 -(rm- 
butylcarbonylmethyl)-5-(2-pyridyl)-lH-l,4-benzodiazepin-2-one 

3-[N'-(4-chloropheny lacety l)-L-alaninyl] amino-2 , 3-dihydro- 1 -{tert- 
45 butylcarbonylmethyl)-5-(2-pyridyl)-lH-l,4-benzodiazepin-2-one 
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3-[N ' -(3-methy Ibuty ry l)-L-alaniny 1] amino-2 , 3-dihy dro- 1 -(rm- 
buty Icarbonylmethy l)-5-(2-pyridy 1)- 1 H- 1 ,4-benzodiazepin-2-one 

3-[N'-(2,3,5-trifluorophenylacetyl)-L-aianinyl]amino-2,3-dihydro-l-(rm- 
5 buty lcarbonyImethyl)-5-(2-pyridyl)~ lH-1 ,4-benzodiazepin-2-one 

3- [N ' -(3-methy Ithiopropiony l)-L-alaniny 1] amino-2 , 3-dihydro- 1 -(rm- 
butylcarbonylmethyl)-5>(2-pyridyl)-lH- 1 ,4-benzodiazepin-2-one 

10 3-[N'-(3-methyl-2-hydroxybutyiyl)-L-alaninyl]amino-2,3-dihydro-l-(rerf- 

butylcarbonylmethyl)-5-(2-pyridyl)- lH-1 ,4-benzodiazepin-2-one 

3- [N ' -(3 -nitropheny lacety l)-L-alaniny 1] amino-2 , 3 -dihy dro- 1 
butylcarbonylmethyl)-5-(2-pyridyl)-lH-l,4-benzodiazepin-2-one 

15 

3-[N'-(4-methoxyphenylacetyI)-L-alaninyl]amino-2,3-dihydro-l-(2-(N,N- 
diethylamino)ethyl)-5-(2-pyridy 1)- IH- 1 ,4-benzodiazepin-2-one 

3-[N'-(2-thienylacetyl)-L-aianinyI]amino-2,3-dihydro-l-(2-(N,N- 
20 diethylamino)ethyl)-5-(2-pyridyl)-lH-l,4-benzodiazepin-2-one 

3- [N ' -(3 , 5-difluoropheny lacety i)-L-alaniny 1] amino-2 , 3 -dihydro- 1 -(2-(N , N- 
diethylamino)ethyl)-5-(2-pyridyl)-lH-l,4-benzodiazepin-2-one 

25 3-[N'-(3-bromophenylacetyl)-L-alaninyl]amino-2,3-dihydro-l-(2-(N,N- 

diethylamino)ethyl)-5-(2-pyridyl)-lH-l,4-benzodiazepin-2-one 

3-[N ' -(2-phenylthioacetyl)-L-alamnyi] amino-2 , 3 -dihydro- 1 -(2-(N ,N- 
diethylamino)ethyl)-5-(2-pyridyl)-lH-l,4-benzodiazepin-2-one 

30 

3- [N ' -(4-ethoxy pheny lacety l)-L-alaniny 1] amino-2 , 3-dihydro- 1 -(2-(N , N- 
diethylamino)ethyl)-5-(2-pyridyl)-lH-l,4-benzodiazepin-2-one 

3-[N'-(2-methylthioacetyl)-L-alaninyl]amino-2,3-dihydro-l-(2-(N,N- 
35 diethylamino)ethyl)-5-(2-pyridyl)-lH-l,4-benzodiazepin-2-one 

3-[N '-(2-cyclohexy lacety I)-L-alaninyi]amino-2,3-dihydro- 1 -(2-(N ,N- 
diethylamino)ethyl)-5-(2-pyridyi)-lH-l,4-benzodiazepin-2-one 

40 3- [N ' -(2 , 3 ,4, 5 ,6-pentafluoropheny loxyacety l)-L-alaniny 1] amino-2 , 3-dihy dro- 

l-(2-(N,N-diethylamino)ethyl)-5-(2-pyridyl)-lH-l,4-benzodiazepin-2-one 
3-[N'-(2-thionaphth-3-ylacetyl)-L-alaninyl]amino-2,3-dihydro-l-(2-(N,N- 
diethylamino)ethyl)-5-(2-pyridyl)-lH-l,4-benzodiazepin-2-one 

45 3-[N'-(2-phenyi-2-oxoacetyl)-L-alaninyl]amino-2,3-dihydro-l-(2-(N,N- 

diethyIamino)ethyl)-5-(2-pyridyl)-lH-l,4-benzodiazepin-2-one 
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3-[N'K2,4,6-trimethylphenylacetyl)-L-alaninyl]amino-23-dihydro 
(N,N-diethyIamino)ethyl)-5-(2-pyridyl)-lH-l,4-benzodiazepin-2-one 

3-[N'-((4-phenyl)phenylacetyI)-L-alaninyl]amino-2,3-dihydro-l-(2-(N,N- 
5 dietliylamino)ethyl)-5-(2--pyridyl)-lH-l,4--benzodiazepin-2-one 

3-[N*K(3,4-difluorophenyl)acetyl)-L-alaninyl]amino-2,3-dihydro-l-(2-(N,N- 
diethy lamino)ethy l)-5-(2-py ridy 1)- 1 H- 1 ,4-benzodiazepin-2-one 

10 3-[N'-((4-(thien-2-yl)butyryl)-L-aIaninyl]amino-2,3-dihydrO"l-(2-(^ 

diethy lainino)ethyl)-5-(2-pyridyl)- 1 H- 1 ,4-benzodiazepin-2-one 



15 



30 



40 



3-[N'-(5-methylhexanoyl)-L-alaninyl]amino-2,3-dihydro-l-(2-(N,N- 
diethylamino)ethyl)-5-(2-'pyridyl)- IH- 1 ,4-'benzodiazepin-2-one 

3- [N " -(2-methoxy carbony lacety l)-L-alaniny I] amino-2 , 3 -dihydro- 1 -(2 -(N , N- 
dietJiylamino)ethyl)-5-(2-pyridyl)-lH-l,4-beiizodiazepin-2-one 



3- [N ' -(2 , 6-difluoropheny l-a-hydroxy acety l)-L-alaniny l]amino-2 , 3-dihydro- 
20 l-(2-(N,N-diethylamino)ethyl)-5-(2-pyridyl)-lH-l,4-benzodiazepin-2-^^^ 

3- [N ' -(4-fluoropheny l-a-hy droxy acety l)-L-alaniny 1] amino-2 , 3 -dihydro- 1 -(2- 
(N,N-diethylamino)ethyl)"5-(2-pyridyl)-lH-l,4-beiizodiazepin-2-one 

25 3-[N ' -(2 , 5-difluoropheny 1-a-hy droxy acety l)-L-alaniny 1] amino-2 , 3-dihydro- 

l-(2-(N,N-diethylamino)ethyl)-5-(2-pyridyl)-lH-l,4-benzodiazepin-2-one 



3- [N ' -(4-hy droxymethy Ipheny loxy acety l)-L-alaniny 1] amino-2 , 3-dihy dro- 1 
(2-(N,N-diethyiamino)ethyl)-5-(2-pyridyl)-lH-l,4-benzodiazepin-2-one 

3- [N ' -(2 ,4 , 6-trifluoropheny lacety l)-L-alaniny 1] amino-2 , 3-dihy dro- 1 -(2- 
(N,N-diethylamino)ethyl)-5-(2-pyridyl)-lH-l,4-benzodiazepin-2-one 



3-[N'-(2-trifluoromethyl-4-fluorophenylacetyl)-L-alaninyl]amino-2,3- 
35 dihy dro- 1 -(2-(N , N-diethy lamino)ethy l)-5 -(2-py ridy 1)- 1 H- 1 , 4-benzodiazepin- 

2-one 



3-[N'-(4,4,4-trifluorobutyryl)-L-aIaninyl]amino-2,3-dihydro-l-(2-(N,N- 
diethy lamino)ethy l)-5-(2-pyridy 1)- 1 H- 1 ,4-benzodiazepin-2-one 

3- [N ' -(4-/j:c?-propylpheny lacety l)-L-alaniny I] amino-2 , 3 -dihy dro- 1 -(2-(N , N- 
diethy lamino)ethy I)-5-(2-pyridyl)- IH- 1 ,4-benzodiazepin-2-one 



3- [N' -(3-pheny I-2-hydroxypropionyl)-L-aIaniny 1] amino-2 , 3-dihydro- 1 -(2- 
45 (N, N-diethy iamino)ethyi)-5-(2-py ridy l)-lH-l,4-benzodiazepin-2-one 
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10 



25 



40 



3- [N ' -(pheny 1-Qi-hydroxy acety l)-L-alaniny 1] amino-2 , 3-dihydro- 1 -(2-(N , N- 
diethylamino)ethyl)-5-(2-pyridyl)-lH-l,4-benzodiazepin--2-one 

3-[N'«(4-chlorophenyl-a-hydroxyacetyl)-L-alaninyl]amino-23-dihydro-l-(2- 
(N,N-diethylamino)ethyl)-5-(2-pyridyl)-lH-l,4-benzodiazepin-2-one 

3-[N'K3,5-difluorophenyl-a-hydroxyacetyl)-L-3-thienylglycinyl]amino-2,4- 
dioxo-1 ,5-bis(2,2-dimethylpropyl)-2,3,4,5-tetrahydro-lH-l ,5- 
benzodiazepine 

3- [N ' -(3 , 5-difluoropheny l-a-hydroxyacetyl)-L-alaniny 1] amino--2 ,4-dioxo- 1 - 
pheny 1-5 -methy 1-2 ,3,4,5 -tetrahy dro- 1 H- 1 , 5 -benzodiazepine 



3-[N'-(3,5-difluorophenyl-a-hydroxyacetyI)-L-alaninyl]amino-2-oxo-l- 
15 methyl-5-phenyl-l ,3,4,5-tetrahydro-lH-l ,5-benzodiazepine 

3 - [N ' - (3 , 5 -difluoropheny lacety I)-L-alaniny 1] amini-L- 1 H-imidazole [ 1 , 2-a] -6- 
pheny 1- 1 ,4-benzodiazepine 

20 4-[N'-(3,5-difluorophenylacetyl)-L-alaninyl]amino-L-lH-imidazole[l,2-a]- 

2 ,4-dihydro-6-pheny 1- 1 ,4-benzodiazepine 



4- [N ' -(3 , 5-difluoropheny lace ty l)-L-alaniny 1] amino-L-4H [1,2,4] triazole [4,3 
a] -6-pheny 1- 1 ,4-benzodiazepine 

3- [N ' -(3 , 5 -difluoropheny lacety l)-L-alaninyl] amino-2 , 4-dioxo- 1 , 5-bis-( 1 - 
methy lethyl)-2, 3 ,4, 5 -tetrahy dro- 1 H- 1 , 5 -benzodiazepine 



3-[N'-(3,5-difluorophenylacetyl)-(R)-2-thienylglycinyl]amino-2,4-dioxo-l,5 
30 bis-( 1 -methy lethyl)-2 , 3 ,4 , 5-tetrahy dro- 1 H- 1 , 5 -benzodiazepine 

3-[N'-(cyclopropylacetyl)-R-2-thienylglycinyl]amino-2,4-dioxo-l,5-bis-(l- 
methy lethy l)-2 ,3,4,5 -tetrahy dro- 1 H- 1 , 5 -benzodiazepine 

35 3-[N'-(cyclopentylacetyl)-R-2-thienylglycinyl]amino-2,4-dioxo-l,5-bis-(l- 

methy lethy l)-2 ,3,4, 5-tetrahy dro- 1 H- 1 , 5 -benzodiazepine 



3- [N * - (3 , 5-difluoropheny lacety l)-L-alaninyl] amino-2 , 4-dioxo- 1 , 5 -bis-methy 1- 
2 ,3 ,4,5-tetrahydro- lH-1 ,5-benzodiazepine 

3-[N'-(3,5-difluorophenyl-a-hydroxyacetyl)-L-alaninyl]amino-2,4-dioxo-l,5' 
bis-methy 1-2 , 3 , 4 , 5-tetrahydro- 1 H- 1 , 5-benzodiazepine 



3-[N'-(3,5-difluorophenylacetyl)-L-alaninyI]amino-2,4-dioxo-l,5-bis-(2- 
45 methylpropyl)-2,3 ,4, 5-tetrahydro-lH-l ,5-benzodiazepine 
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3-[N'-(cyclopentylacetyI)-L-alaninyI]aniino-2,4-dioxo-l,5-bis-(2- 
methy Ipropy l)-2 ,3,4 , 5-tetrahydro- 1 H- 1 , 5-benzodiazepine 

3-[N'-(cyclopropylacetyl)-L-alaninyl]-amino-2,4-dioxo-l,5-bis-(2- 
5 methy Ipropy l)-2 , 3 ,4,5-tetrahydro- 1 H- 1 ,5 -benzodiazepine 

3-[N'-(3,5-difluorophenylacetyl)-S-2-phenylglycinyl]-amino-2,4'-dioxo-l,5- 
bis-(2-methylpropyl)-2,3 ,4,5-tetrahydro-lH-l , 5-benzodiazepine 

10 3-[N'-(3 ,5-difluorophenylacetyl)-L-alaninyl]-amino-2,4-dioxo-l ,5-bis- 

(cyclopropylmethyl)-2,3 ,4,5-tetrahydro--lH-l ,5 -benzodiazepine 

3-[N'-(cyclopentylacetyl)-L-alaninyl]-amino-2,4-dioxo-l,5-bis- 
(cyclopropy Imethy l)-2 ,3,4,5 -tetrahydro- 1 H- 1 , 5 -benzodiazepine 

15 

3-[N'-(cyclopentyl-a-hydroxyacetyl)-L-alaninyl]-amino-2,4-dioxo-l,5-bis- 
(cyclopropylmethyl)-2, 3 ,4, 5-tetrahydro-lH-l , 5-benzodiazepine 

3-[N'-(3,5-difluorophenylacetyl)-L-alaninyl]-amino-2,4-dioxo-l,5-bis-(2,2- 
20 dimethy Ipropy l)-2 ,3,4,5 -tetrahy dro- 1 H- 1 , 5-benzodiazepine 

3-[N'>(3,5-difluorophenyl-a-hydroxyacetyI)-L-alaninyl]-amino-2,4-dioxo- 
1 , 5-bis-(2 , 2-dimethy ipropy l)-2 , 3 ,4 , 5-tetrahy dro- 1 H- 1 , 5-benzodiazepine 

25 3-[N'-(cyciopentylacetyl)-L-alaninyl]amino-2,4-dioxo-l,5-bis-(2,2- 

dimethy Ipropy l)-2 ,3,4 , 5-tetrahy dro- 1 H- 1 , 5 -benzodiazepine 

3-[N'-(cyclopentyl-Q:-hydroxyacetyl)-L-alaninyl]amino-2,4-dioxo-l,5-bis- 
(2 , 2-dimethy Ipropy l)-2 , 3 ,4, 5-tetrahydro- IH- 1 , 5-benzodiazepine 

30 

3- [N ' -(3 , 5-difluoropheny lacety l)-L-alaniny 1] -amino-2 ,4-dioxo- 1 , 5-bis- 
pheny 1-2 ,3,4,5 -tetrahy dro- 1 H - 1 , 5 -benzodiazepine 

3-[N'-(cyclopentylacetyl)-L-alaninyl]amino-2,4-dioxo-l,5-bis-phenyl- 
35 2, 3,4, 5-tetrahydro-lH-l , 5-benzodiazepine 

3-[N'-(cyclopentyl-Q:-hydroxyacetyl)-L-alaninyl]-amino-2,4-dioxo-l,5-bis- 
pheny 1-2 ,3,4,5 -tetrahy dro- 1 H- 1 , 5 -benzodiazepine 

40 3-(N'-(3,5-difluorophenylacetyl)-L-alaninyl)amino-2,3-dihydro-l-methyl-5- 

phenyl-li/-l ,4-benzodiazepin-2-one 

5-{N'-(cyclopentyiacetyl)-L-alaninyl}-amino-7-methyl-5,7-dihydro-6H- 
dibenz [b ,d] azepin-6-one 

45 

5-{N'-(3-cyclopentylpropionyl)-L-alaninyl}-amino-7-methyl-5,7-dihydro- 
6H-dibenz [b , d] azepin-6-one 
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5-{N'-(cyclohexylacetyl)-L-alaninyl}-amino-7-methyl-5,7-dihydro-6H- 
dibenz [b , d] azepin-6-o ne 

5- { N ' -(t-buty lacety l)-L-alaniny 1 } -amino-7-methy 1-5 , 7-dihy dro-6H- 
5 dibeixz[b,d]azepin-6-one 

5-{N ' -(pheny lacety l)-L-alamnyl}-amino-7-methyl-5 , 7-dihydro-6H- 
dibenz [b , d] azepin-6-one 

10 5-{N'-(3-bromophenylacetyl)-L-alaninyl}-amino-7-methyl-5,7-dihydro-6H- 

dibenz [b , d] azepin-6-one 

5-{N'-(3-fluorophenylacetyl)-L-alaninyl}-amino-7-methyl-5 J-dihydro- 
dibenz [b ,d]azepin-6-one 

15 

5- { N ' -(3-chloropheny lacety l)-L-alaninyl} -amino-7-methy 1-5 , 7-dihy dro-6H- 
dibenz [b , d] azepin-6-one 

5-{N'-(3-(trifluoromethyl)phenylacetyl)-L-alaiiinyl}-amino-7-methyl-5,7- 
20 dihy dro-6H-dibenz[b , d] azepin-6-one 

5-{N'-(4-fluorophenylacetyl)-L-alaiiinyl}-amino-7-methyl-5,7-dihydro-6H- 
dibenz [b , d] azep in-6-one 

25 5-{N'-(hexanoyl)-L-alamnyl}-amino-7-niethyl-5,7-dihydro-6H- 

dibenz [b , d] azepin-6-ane 

5~{N'-(heptanoyl)-L-alaninyl}-aminO'-7-methyl-5,7-dihydro-6H- 
dibenz [b , d] azepm-6-one 

30 

5-{3,4-difluorophenylacetyl)-L-alaninyl}-amino-7-methyl-5,7-dihydro-6H- 
dibenz[b ,d] azepin-6-one 

5-{N'-(cyclopropylacetyl)-L-alaninyl}-amino-7-methyl-5,7-dihydro-6H- 
35 dibenz[b,d]azepin-6-one 

5-{N'-(2-cyclopentene-l-acetyl)-L-alaninyl}-amino-7-methyl-5,7--dihydro- 
6H-dibenz[b,d]azepin-6-one 

40 5-{N '-(3-cyclohexy lpropionyl)-L-alaninyl}-amino-7-methyl-5 , 7-dihy dro-6H- 

dibenz [b , d] azepin-6-one 

5-{N'-(isovaleryl)-L-alaninyl}-amino-7-methyl-5,7-dihydro-6H- 
dibenz[b,d]azepin-6-one 

45 

5-{N'-(citronellyl)-L-alaninyl}-amino-7-methyl-5,7-dihydro-6H- 
dibenz [b , d] azep in-6-one 
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5-{N'-(3-benzoylpropionyl)-L-alaninyl}-amino-7-methyl-5,7-dihydro-6H- 
dibenz [b , d] azepin-6-one 

5-{N'K2-chlorophenyiacetyl)-L-aianinyl}-amino-7-methyl-5,7-dihydro-6H- 
5 dibenz[b , d] azepin-6-one 

5- { N ' -(4-pentenoy l)-L-alaniny 1 } -amino-7-methy 1-5 , 7-dihy dro-6H- 
dibenz[b , d] azepin-6-one 

10 5-{N'-(valeryl)-L-alaninyl}-ainino-7-methyl-5,7-dihydro-6H- 

dibenz [b , d] azepin-6-one 

5-{N'-(2-thiophenecetyl)-L-alaninyl}-amino-7-inethyl-5,7-dihydro-6H- 
dibenz [b , d] azepin-6-one 

15 

5-{N'-(4-(2-thienyl)butyryl)-L-alaninyl}-amino-7-methyl-5 J-dihydro-6^ 
dibenz[b , d] azepin-6-one 

5-{N'-(4-(4-nitrophenyl)butyryl)-L-alaninyl}-amino-7-methyl-5 J-d^^ 
20 6H-dibenz [b , d] azepin-6-one 

5-{N'-(2,4-difluorophenylacetyl)-L-alaninyl}-amino-7-methyl-5,7-dihydro- 
6H-dibenz [b , d] azepin-6-one 

25 5-{N'-(2,6-difluorophenylacetyl)-L-alaninyl}-amino-7-methyl-5 J-dihydro- 

6H-dibenz[b , d] azepin-6-one 

5-{N'-(4-isopropylphenylacetyl)-L-alaninyl}-amino-7-methyl-5,7-dihydro- 
6H-dibenz [b , d] azepin-6-one 

30 

5- {N ' -( 1 -adamantaneacety l)-L-alaniny 1} -amino-7-methy 1-5 ,7-dihy dro-6H- 
dibenz[b , d] azepin-6-one 

5-{N'-(cyclohexanepentanoyl)-L-alaninyl}-amino-7-inethyl-5,7-dihydro-6H- 
35 dibenz [b , d] azepin-6-one 

5- { N ' -((methy lthio)acety l)-L-alaniny 1 } -amino-7-methy 1-5 , 7-dihy dro-6H- 
dibenz [b , d] azepin-6-one 

40 5-{N' -(2-thiophenepentanoyl)-L-alaninyI}-amino-7-methyl-5 ,7-dihydro-6H- 

dibenz [b , d] azepin-6-one 

5- { N ' -(2-norbomaneacety l)-L-alaniny 1 } -amino-7 -methy 1-5 , 7-dihydro-6H- 
dibenz [b , d] azepin-6-one 

45 

5-{N'-(3,5-difluorophenylacetyl)-4-ethylnorleucinyI}-amino-7-methyl-5,7- • 
dihy dro-6H-dibenz[b , d] azepin-6-one 
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5-{N^-(3,5-difluorophenylacetyl)-4-methyino^leucinyl}-amino-7-methy^ 
dihy dro-6H-ciibenz [b , d] azepin-6-one 

5-{N'-(3,5-difluorophenylacetyl)-3-cyclopropylalaiiinyl}-amino-7-methyl- 
5 5 , 7-dihy dro-6H-dibenz [b , d] azepin-6-one 

5-{N'-(3,5-difluorophenylacetyl)-4-cyclohexylhomoalaninyl}"amino-7- 
methy 1-5 , 7-dihy dro-6H-dibenz [b , d] azepin-6-one 

10 5-{N'K3,5-difluorophenylacetyl)-6-fluoronorleucinyl}-amino-7-methyl-5,7- 

dihydro-6H-dibenz[b,d]azepin~6-one 



15 



30 



45 



5-{N'-(3,5-difluorophenylacetyl)-4-methylnorleucinyl}-amino-7-methyl-5,7" 
dihydro-6H-dibenz [b , d] azepin-6-one 

5- {N ' -(cy clohexy lacety l)-4-ethy Inorleuciny I } -amino-7-methy 1-5 , 7-dihydro- 
6H-dibenz[b,d]azepin-6-one 



5- {N ' -(cyclopropylacetyl)-4-ethy Inorleuciny l}-ammo--7"-methy 1-5 , 7-dihy dro- 
20 6H-dibenz [b , d] azepin-6-one 

5-{N'-(isovaleryl)-4-ethylnorleucinyl}-amino-7-methyl-5,7-dihydro-6H- 
dibenz [b , d] azepin-6-one 

25 5-{N'-(3-(trifluoromethyl)phenylacetyl)-4-ethylnorleucinyl}-amino-7-methyl 

5 , 7-dihy dro-6H-dibenz [b , d] azepin-6-one 



5-{N'-(3,4-difluorophenylacety)-4-ethylnorleucinyI}-anGiino-7-methyl-5,7- 
dihy dro-6H-dibenz[b , d] azepin-6-one 

5 - { N ' -(2 , 4-difluoropheny lacety )-4-ethy Inorleuciny 1 } -amino-7-methy 1-5 , 7- 
dihy dro-6H-dibenz [b , d] azepin-6-one 



5-{N'-(3-fluorophenylacetyl)-4-methylnorleucinyl}-amino-7-methyl-5,7- 
35 dihy dro-6H-dibenz [b , d] azepin-6-one 

5-{N ' -(cyclopentylacety l)-4-methylnorleucinyl}-amino-7-methyl-5 ,7- 
dihydro-6H-dibenz [b , d] azepin-6-one 

40 5-{N'-(cyclohexylacetyl)-4-methylnorleucinyl}-amino-7-methyl-5,7-dihydro- 

6H-dibenz[b , d] azepin-6-one 



5-{N'-(cyclopropylacetyl)-4-methylnorleucinyl}-amino-7-methyl-5,7- 
dihydro-6H-dibenz[b , d] azepin-6-one 

5-{N'-(2-thiopheneacetyl)-4-methylnorleucinyl}-amino-7-methyl-5,7- 
dihy dro-6H-dibenz [b , d] azepin-6-one 
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5-{N'~(isovaleryl)-4-methylnorleucinyl}-amino-7-methyl-5 J-dihydro-6 
dibenz[b , d] azepin-6-one 

5-{N'-(3-(trifluoromethyl)phenylacetyl)-4-methylnorleucinyl}-amino-7^ 
5 methyl-5 ,7-dihydro-6H-dibenz[b,d]azepin-6-one 

5- {N ' -(4-fluoropheny lacety l)-4-methy Inorleuciny l}-amino-7-methy 1-5 , 7- 
dihydro-6H-dibenz[b,d]azepin-6-one 

10 5-{N'-(3,4-difluorophenylacetyl)-4-methyInorieucinyl}-amino-7-meth^ 

dihydro-6H-dibenz[b,d]azepin-6-one 



15 



30 



45 



5-{N'-(2,4-difluorophenylacetyl)-4-methylnorleucinyl}-amino-7-methy^ 
dihydro-6H-dibenz[b,d]azepin-6-one 

5-{N'-(3-fluorophenylace1yl)-4-cycIohexylhomoalaninyI}-amino-7-methyl- 
5 , 7-dihy dro-6H-dibenz[b , d] azepin-6-one 



5-{N'-(cyclopentyiacetyl)-4-cyclohexylhomoalaninyl}-amino-7--methyl-5,7- 
20 dihy dro-6H-dibenz [b , d] azepin-6-one 

5-{N'-(cyclohexylacetyl)-4-cyclohexylhomoaIaninyl}-amino-7-methyl-5,^ 
dihydro-6H-diberiz[b,d]azepin-6-one 

25 5-{N'-(cycIopropylacetyl)-4-cyclohexylhomoalaninyl}-amino-7-methyl--5,7- 

dihydro-6H-dibenz[b,d]azepin-6-one 



5-{N'-(isovaleryl)-4-cyclohexylhomoalaninyl}-amino-7-methyl-5,7-dihydro- 
6H-dibenz[b , d] azepin-6-one 

5-{N'-(4-fluorophenyIacetyl)-4-cyclohexylhomoalaninyl}-amino-7-methyl- 
5 , 7-dihy dro-6H-dibenz[b , d] azepin-6-one 



5-{N'-(3,4-difluorophenylacetyl)-4-cyclohexylhomoalaninyl}-amino-7- 
35 methyl-5 ,7-dihydro-6H-dibenz[b,d]azepin-6-one 

5-{N'-(2,4-difIuorophenylacetyl)-4-cyclohexylhomoalaninyl}-amino-7- 
methy 1-5 , 7-dihy dro-6H-dibenz[b,d]azepin-6-one 

40 5-{N'-(3-fluorophenylacetyl)-6-fluoronorleucinyl}-amino-7-methyl-5,7- 

dihydro-6H-dibenz[b,d]azepin-6-one 



5-{N'-(cyclopentylacetyl)-6-fluoronorleucinyl}-amino-7-methyI-5,7-dihydro- 
6H-dibenz[b , d] azepin-6-one 

5-{N'-(cyclohexylacetyl)-6-fluoronorleucinyl}-amino-7-methyl-5,7-dihydro- 
6H-dibenz[b,d]azepin-6-one 
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5-{N'-(cyclopropyIacetyl)-6-fluoronorleucinyl}-amino-7-methyl-5 J-dihy 
6H-dibenz[b , d] azepin-6-one 

5-{N'-(isovaleryl)-6-fluoronorleucinyl}-amino-7-methyl-5,7-dihydro-6H- 
5 dibenz [b , d] azepin-6-one 

5-{N'K3-(trifluoromethyl)phenylacetyI)-6-fluoronorleucinyl}-amino-7- 
methy 1-5 , 7-dihy dro~6H-dibenz[b , d] azepin-6-one 

10 5-{N'-(4~fluorophenylacetyl)-6-fluoronorleucinyl}-amino-7-methyl-5,7- 

dihy dro-6H-dibenz[b , d] azepin-6-one 



15 



30 



45 



5-{N*-(3,4-difluorophenylacetyl)-6-fluoronorleucinyl}-amino-7-methyl-5,7- 
dihydro-6H-dibenz[b ,d]azepin-6-one 

5-{N'-(2,4~difluorophenylacetyl)-6-fluoronorleucinyl}-amino-7-methyl--5,7- 
dihydro-6H-dibenz[b,d]azepin-6-one 



5-{N'-(4-methoxyphenylacetyl)-L-alaninyl}-amino-7-methyl-5,7-dihydro- 
20 6H-dibenz [b , d] azep in-6-one 

5-{N'-(3-(4-methoxyphenyl)propionyl)-L-alaninyl}-amino-7-methyl-5,7- 
dihy dr o-6H-dibenz [b , d] azepin-6-one 

25 5-{N'«(l-naphthylacetyl)-L-alaiiinyl}-amino--7-methyl-5,7-dihydro-6H- 

dibenz[b , d] azepin-6-one 



5-{N '-(3 ,4-methylenedioxyphenylacetyl)-L-alaninyl}-amino-7-methyl-5 ,7- 
dihydro-6H-dibenz[b,d]azepin-6-one 

4 

5-{N'-(hydrocinnamyl)-L-alaninyl}-amino-7-methyl-5,7-dihydro--6H- 
dibenz[b , d] azepin-6-one 



5-{N'-(octanoyl)-L-alaninyl}-amino--7-methyl-5,7-dihydro-6H- 
35 dibenz[b ,d] azepin-6-one 

5-{N'-(3-(3-hydroxyphenyl)propionyl)-L-alaninyl}-amino-7-methyl-5,7- 
dihy dro-6H-dibenz[b , d] azepin-6-one 

40 5-{N'-(3-(4-methylphenyl)propionyl)~L-alaiiinyl}-amino-7-methyl-5,7- 

dihydro-6H-dibenz[b,d]azepin-6-one 



5-{N'-(3-(4-chlorophenyl)propionyl)-L-alaninyI}-amino-7-inethyl-5,7 
dihy dro-6H-dibenz [b , d] azepin-6-one 

5-{N'-(3-phenylbutyryl)-L-alaninyl}-amino-7-methyl-5 J-dihydro-6H- 
dibenz[b,d]azepin-6-one 
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5-{N'K3-(4-hydroxyphenyl)propionyI)-L-alaninyl}-amino-7-methyl-^ 
dihydro-6H-diben2 [b , d] azepin-6-one 

5 - { N ' -(3 , 4 , 5-trifluoropheny lacety l)-L-alaniny I } -amino-7-inethy 1-5 , 7- 
5 dihy dro-6H-dibenz [b , d] azepiri-6-one 

5-{N'K4-(4-methoxyphenyl)butyi7l)-L-alaninyl}-amino-7-methyl-5,7- 
dihy dro-6H-dibeixz[b , d] azepin-6-one 

10 5- { N ' -(3 -(methoxy carbony l)propiony l)-L-alaniny 1} -amino-7--methy 1-5 , 7 

dihy dro-6H-dibenz [b , d] azepin-6-one 



15 



30 



45 



5-{N'-(4-phenylbutyryl)-L-alaninyl}-amino-7-methyl-5,7-dihydro-6H- 
dibenz [b , d] azepin-6-one 

5-{N'-(3-(benzylthio)-propionyl)-L-alariinyl}-amino-7-meth^^ 
6H-dibenz[b ,d] azepin-6-one 



5-{N ' -(3-methy lpentanoyl)-L-alaniny l}-amino-7-methy 1-5 J-dihydro-6H- 
20 dibenz[b , d] azepin-6-one 

5-{N'-(7-carbomethoxyheptanoyl)-L-alamnyl}-amino-7-methyl~5,7-dihydro- 
6H-dibenz[b , d] azepin-6-one 

25 5~{N'-(2-indanylacetyl)-L-alaninyl}-amino-7-methyl-5,7-dihydro-6H- 

dibenz[b , d] azepin-6-one 



5-{N'-(5-carbomethoxypentanoyl)-L-alanmyl}-amino-7-methyI-5,7-dihydro- 
6H-dibenz [b , d] azepin-6-one 

5-{N'-(2-methyl-3-Benzofiiranacetyl)-L-alaninyl}-amino-7-methyl-5,7- 
dihy dro-6H-dibenz [b , d] azepin-6-one 



5-{N '-(propionyl)-L~alaninyl}-amino-7-methyl-5 ,7-dihydro-6H- 
35 dibenz [b , d] azepin-6-one 

5-{N'-(3-methoxypropionyl)-L--alaiiinyl}-amino-7-methyl-5,7-dihydro-6H- 
dibenz[b , d] azepin-6-one 

40 5-{N'-(3-(4*fluorophenyl)propionyl)-L-alaninyl}-amino-7-methyl-5,7- 

dihydro-6H-dibenz[b , d] azepin-6-one 



5-{N'-(3-(4-fluorophenoxy)propionyI)-L-alaninyl}-amino-7-methyl-5,7' 
dihy dro-6H-dibenz [b , d] azepin-6-one 

5-{N'-(3-pentenoyI)-L-alaninyl}-amino-7-methyl-5,7-dihydro-6H- 
dibenz[b ,d] azepin-6-one 
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5-{N '-(4-(2,4-dicWorophenoxy)butyry l)-L-alaninyl}-amino-7-methyl-5 , 7- 
dihy dro-6H-dibenz [b , d] azepin-6-one 

5-{N ' -(2 , 3-dichlorophenoxyacety l)-L-alaniny 1 } -amino-7-methy 1-5 , 7-dihydro- 
5 6H-dibeiiz [b , d] azepin-6-one 

5-{N'-(3-(4-chlorobenzoyl)propionyl)-L-alaninyl}-amino-7-methyl-5,7- 
dihy dro-6H-dibeiiz [b , d] azepin-6-one 

10 5-{N'-(4'-fluorosuccinanilyl)-L-alaninyl}-amino-7-methyl-5,7-dihydro-6H^ 

dibenz [b , d] azepin-6-one 

5~{N'-(n-(diphenylmethyl)glutaramyl)-L-alanmyl}~amino-7-methy 1-5,7^ 
dihy dro-6H-dibenz [b , d] azepm~6-one 

15 

5~{N'-(2-fluorophenylacetyl)-L-alaiiinyl}-amino-7"methyi-5,7-dihydro-6H- 
dibenz [b , d] azepin-6-one 

5-{N'-(cyanoacetyl)-L-alaninyl}-amino-7-methyl-5,7-dihydro-6H- 
20 dibenz [b , d] azepin-6-one 

5-{N'-(succinamlyl)-L-alaninyl}-amino-7-methyl-5,7-dihydro-6H- 
dibenz[b,d]azepin-6-one 

25 5-{N'-(2,4-dichlorophenoxyaceyl)-L-alaninyl}-amino-7-methyl-5,7-dihydro- 

6H-dibenz[b,d]azepin-6-one 

5-{N'-(2-nitrophenylacetyl)-L-alaninyl}-amino-7-methyl~5,7--dihydro-6H- 
dibenz[b , d] azepin-6-one 

30 

5-{N ' ~(beta-propylhydrocimamyl)-L-alaninyl}-ammo--7-methyl-5 ,7-dihydro- 
6H-dibenz [b , d] azepin-6-one 

5-{N'-(3-(2,4-dimethylbenzoyl)propionyl)-L-alaninyl}-amino-7-methyl^^ 
35 dihy dro-6H-dibenz[b , d] azepin-6-one 

5-{N'-(2-fluoro-3-(trifluoromethyl)phenylacetyl)-L-alaninyl}-amino-7- 
methy 1-5 , 7-dihy dro-6H-dibenz [b , d] azepin-6-one 

40 5-{N'-(2,4,6-trifluorophenylacetyl)-L-alaninyl}-ainino-7-methyl-5,7- 

dihy dro-6H-dibenz[b , d] azepin-6-one 

5-{N'-(4-fluoro-2-(trifluoromethyl)phenylacetyl)-L-alaninyl}-amino-7- 
me thy 1-5 , 7-dihy dro-6H-dibenz [b , d] azepin-6-one 

45 

5-{N'-(2-fluoro-4-(trifluoromethyl)phenylacetyl)-L-alaninyl}-amino-7- 
methy 1-5 , 7-dihy dro-6H-dibenz[b ,d] azepin-6-one 
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5 - { N ' -(4-hy droxy pheny lacety l)-L-alaniny 1 } -amino-7-methy 1-5 , 7-dihy dro-6H' 
dibenz [b , d] azepin-6-one 

5-{N*-(4-methoxyphenoxyacetyl)-L-alaninyl}-amino-7-methyl-5,7-dihydro- 
5 6H-dibenz[b,d]azepin-6-one 

5-{N'K2-methoxyphenylacetyl)-L-alaninyl}-amino-7-methyl-5,7-dihydro- 
6H-dibenz [b , d] azepin-6-one 

10 5-{N ' -(2-bromophenylacetyl)-L-alaninyl}-amino-7-methy 1-5 ,7-dihydro-6H- 

dibenz [b , d] azepin-6-one 



15 



30 



45 



5-{N'-(4-benzyloxyphenoxyacetyl)-L-alaninyl}-amino-7-methyl-5 J-dihydro- 
6H-dibenz [b , d] azepin-6-one 

5-{N'-(4-hydroxyphenoxyacetyl)-L-alaninyl}-amino-7-methyl-5,7-dihydro- 
6H-dibenz [b , d] azepin-6-one 



5-{N'-(levulinyl)-L-alaninyl}-amino-7-methyl-5,7-dihydro-6H- 
20 dibenz [b , d]azepin-6-one 

5-{N'-(2-hydroxyphenylacetyI)-L-alaninyl}-amino-7-methyl-5,7-dihydro-6H- 
dibenz [b , d] azepin-6-one 

25 5-{N ' -(3 , 4-dimethoxyphenylacety l)-L-alaninyl} -aniino-7-methy 1-5 , 7- 

dihydro-6H-dibenz[b , d] azepin-6-one 



5-{N'-(3-(4-methoxybenzoyl)propionyl)-L-alaninyl}-amino-7-methyl-5,7 
dihydro-6H-dibenz[b,d]azepin-6-one 

5-{N'-(3-(4-phenylbenzoyl)propionyl)-L-alaninyl}-amino-7-methyl-5,7- 
dihydro-6H-dibenz[b,d]azepin-6-one 



5-{N'-(3-hydroxyphenylacetyl)-L-alaninyl}-amino-7-methyl-5,7-dihydro-6H- 
3 5 dibenz [b , d] azep in-6-one 

5-{N'-(N-acetyl-N-phenylglycinyl)-L-alaninyl}-amino-7-methyl-5,7-dihydro- 
6H-dibenz [b , d] azepin-6-one 

40 5-{N'-(thiophene-3-acetyl)-L-alaninyl}-amino-7-methyl-5,7-dihydro-6H- 

dibenz [b , d] azepin-6-one 



5-{N'-(6-phenylhexanoyl)-L-alaninyl}-amino-7-methyl-5,7-dihydro-6H- 
dibenz[b , d] azepin-6-one 

5-{N'-(cyclohexanebutyryl)-L-alaninyl}-amino-7-methyl-5,7-dihydro-6H- 
dibenz [b , d] azepin-6-one 
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5-{ N ' -(2 3 , 5-trifluoropheny lacety l)-L-alaniny 1} -amino-7-methy 1-5 , 7- 
dihydro-6H-dibenz[b,d]azepin-6-one 

5- { N ' -(2 , 4 , 5-trifluoropheny lacety l)-L-alaniny 1} -amino-7-methy 1-5 , 7- 
5 dihy dro-6H-dibeiiz [b , d] azepin-6-one 

5-{N '-(viny lacety l)-L-alaninyl}-amino-7-methyl-5 ,7-dihydro-6H- 
dibenz[b , d] azepin-6-one 

10 5-{N'-(3-metJiylthiopropionyl)-L-alaninyl}-amino-7-methyl-5J-dih^ 

dibenz [b , d] azepin-6-one 

5-{N'-(3-nitrophenylacetyl)-L-alaninyl}-amino-7-mediyl-5,7-dihydro-6H- 
dibenz[b , d] azepin-6-one 

15 

5-{N'-(n-teit-butylsuccinamyl)-L-alamnyl}-amino-7-methyl-5 J-dihydro-6 
dibenz [b , d] azepin-6-one 

5-{N'-(4~bromophenylacetyl)'L-alaninyl}-amino-7-methyl-5,7-dihydro-6H-- 
20 dibenz[b , d] azepin-6-one 

5-{N'-(3-(4-fluorobenzoyl)propionyl)-L-alaninyl}-amino-7-methyl-5,7- 
dihy dro-6H-dibeiiz [b , d] azepin-6-one 

25 5- {N ' -(o-chlorophenoxyacety l)-L-alaninyl}-amino-7-methyl-5 , 7-dihydro-6H- 

dibenz [b , d] azepin-6-one 

5-{N'-(p-tolylaceyl)-L-alaninyl}-amino-7-methyl-5,7-dihydro-6H- 
dibenz [b , d] azepin-6-one 

30 

5 - {N ' -(m-toly lacety l)-L-alaninyl} -amino-7-methy 1-5 , 7-dihy dro-6H- 
dibenz [b , d] azepin-6-one 

5-{N'-(3,4-dichlorophenylacetyl)-L-alaninyl}-amino-7-methyl-5,7-dihydro- 
35 6H-dibenz[b,d]azepin-6-one 

5-{N'-(4-chlorophenoxyacetyl)-L-alamnyl}-amino-7-methyl-5,7-dihydro-6H- 
dibenz [b , d] azepin-6-one 

40 5-{N'-(3-methylphenoxyacetyl)-L-alaiiinyl}-amino-7-methyl-5,7-dihydro- 

6H-dibenz [b , d] azepin-6-one 

5-{N'-(4-isopropylphenoxyacetyl)-L-alaninyl}-amino-7-methyl-5,7-dihydro- 
6H-dibenz [b , d] azepin- 6-one 

45 

5-{N'-(4-phenoxyphenylacetyl)-L-alaninyl}-amino-7-methyl-5,7-dihydro-6H- 
d ibenz [b , d] azepin-6-one 
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5-{N'-(phenylmercaptoacetyl)-L-alaninyl}-amino~7-methyl-5 J-dihydro-6H- 
dibenz [b , d] azepin-6-one 

5-{N ' -(4-ethoxyphenylacetyl)-L-alaninyl}-amino-7-methyl-5 , 7-dihydro-6H- 
5 dibenz[b,d]a2epin-6-one 

5-{N'-(2,5-dimethoxyphenyIacetyl)"L-alaninyl}-amino-7-methyl-5,7- 
dihy dro-6H-dibenz [b , d] azepin-6-one 

10 5-{N'-(o-tolylacetyI)-L-alaninyl}-amino-7-methyl-5,7-dihydro-6H- 

dibeiiz[b ,d] azepin-6-one 

5-{N ' -(3 , 3-dipheny Ipropiony l)-L-alaniny 1} -amino-7-methyl-5 J-dihyd^^^ 
dibenz [b , d] azepin-6-one 

15 

5-{N'-(3-phenoxypropionyl)-L-alaninyl}-amino-7-methyl-5,7-dihydro-6H- 
dibenz[b ,d] azepin-6-one 

5-{N'-(4-(trifluoromethyl)phenylacetyl)-L-alaninyl}-amino-7-methyl-5,7- 
20 dihydro-6H-dibenz [b , d] azepin-6-one 

5-{N'-((4-methyIphenoxy)acetyl)-L-alaninyl}-amino-7-methyl-5 J-dihyd 
6H-dibenz[b , d] azepin-6-one 

25 5-{N'-(2-phenoxyphenylacetyl)-L-alaninyl}-amino-7-methyl-5,7"dihydro-6H- 

dibenz [b,d]azepin-6-one 

5-{N'-(3-phenoxyphenylacetyl)-L-alaninyl}-amino-7-methyl-5,7-dihydro-6H- 
dibenz[b , d]azepin-6-one 

30 

5-{N'-(3,4-dichlorophenoxyacetyl)-L-alamnyl}-amino-7-methyl-5 J-dihyd 
6H-dibenz[b , d] azepin-6-one 

5-{N'-(4-fluorophenoxyacetyl)-L-alaninyl}-amino-7-rnethyl-5,7-dihydro-6H- 
35 dibenz [b , d] azepin-6-one 

5-{N'-(3,4,5-trimethoxyph'enylacetyl)-L-alaninyl}-amino-7-methyl-5,7> 
dihydro-6H-dibenz[b , d] azepin-6-one 

40 5-{N ' -(2,4-dichlorophenylacetyl)-L-alaninyl}-amino-7-methyl-5 ,7-dihydro- 

6H-dibenz[b , d] azepin-6-one 

5-{N ' -(4-thianaphthenacetyl)-L-alaniny 1} -amino-7-methy 1-5 , 7-dihydro-6H- 
dibenz [b , d] azepin-6-one 

45 

5~{N'-(methoxyacetyl)-L-alaninyl}-amino-7-niethyl-5,7-dihydro--6H- 
dibenz[b , d] azepin-6-one 
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5- { N ' - (ethoxy acety l)-L-alaniny 1 } -amino-7-methy 1-5 , 7-dihy dro-6H- 
dibenz[b,d]azepin--6-one 

5-{N'-(phenoxyacetyl)-L-alaninyl}-amino-7-methyl-5,7-dihydro-6H- 
5 dibenz [b , d] azepin-6-one 

5-{N'-(3-methoxyphenoxyacetyl)-L-alaninyl}-amino-7-methyl-5,7-dihydro^ 
6H-dibenz [b , d] azepin-6-one 

10 5~{N'-(4-butoxyphenylacetyl)-L-alaninyl}-amino-7-methyl-5,7-dihydro-6H- 

dibenz[b , d] azepin-6-one 



15 



30 



45 



5-{N ' -(3-(2-methoxyphenyl)propionyl)-L-alaninyl}-amino-7-methyl-5 ,7- 
dihy dro-6H-dibenz [b , d] azepin-6-one 

5-{ N ' -(N , N-dimethy Isuccinamy l)-L-alaniny 1 } -amino-7-methy 1-5 , 7-dihydro- 
6H-dibenz [b , d] azepin-6-one 



5-{N'-(3-(3,4-methylenedioxyphenyl)propionyl)-L-alaninyl}-amino-7- 
20 methy 1-5 , 7-dihy dro-6H-dibenz[b , d] azepin-6-one 

5- { N ' -(2-cWoro-6-fluoropheny lacety l)-L-alaniny l}-amino-7-methy 1-5 , 7- 
dihy dro-6H-dibenz[b , d] azepin-6-one 

25 5-{N'-(2,5-difluorophenylacetyl)-L-alaninyl}-amino-7-methyl-5,7-dihydro- 

6H-dibenz[b ,d] azepin-6-one 



5-{N ' -(pentafluorophenoxyacetyl)-L-alaniny l}-amino-7-methyl-5 , 7-dihydro- 
6H-dibenz [b , d] azep in-6-one 

5-{N'-(3,5-bis(trifluoromethyl)phenylacetyl)-L-alaninyl}-amino-7-meth^ 
5 , 7-dihy dro-6H-dibeiiz[b , d] azepin-6-one 



5-{N'-(3,5-dimethylphenoxyacetyl)-L-alaninyl}-amino-7-methyl-5,7- 
35 dihy dro-6H-dibenz[b ,d] azepin-6-one 

5-{N ' -(4-chlorophenylacety l)-L-alaniny l}-amino-7-inethyl-5 , 7-dihydro-6H- 
dibenz [b , d] azepin-6-one 

40 5-{N'-(3-chlorophenoxyacetyl)-L-alaninyl}-amino-7-methyl-5,7-dihydro-6H 

dibenz[b , d] azepin-6-one 



5-{N'-(benzo[b]thiophene-3-acetyl)-L-alaninyl}-amino-7-methyl-5,7- 
dihy dro-6H-dibeiiz [b , d] azepin-6-one 

5-{N'-(3,5-dimethoxyphenylacetyl)-L-alaninyl}-amino-7-methyl-5,7- 
dihy dro-6H-dibenz [b , d] azep in-6-one 
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5-{N'-(2,5-dimethylphenylacetyI)-L-alaninyl}-amino-7-methyl-5 J-di^^ 
6H-dibenz [b , d] azepin-6-one 

5-{N'-(mesitylacetyl)-L-alaninyl}--amino-7-methyl-5,7-dihydro-6H- 
5 diben2[b,d]azepin-6-one 

5«{N'-(4-biphenylacetyl)-L-alaninyl}-amino-7-melhyl-5 J-dihydro-6H- 
dibenz [b , d] azepin-6-one 

10 5-{N'-(N-(tert-butoxycarbonyl)-3-aminopropionyl)-L'alaninyl}-amino-7- 

methy 1-5 , 7-dihy dro-6H-dibenz [b , d] azepin-6-one 

5-{N ' -(trans-styry lacetyl)-L-alaniny l}-amino-7-methyl-5 ,7-dihydro-6H- 
dibenz [b , d] azepin-6-one 

15 

5- { N ' -(4-acetainidobuty ry l)-L-alaniny 1 } -ainino-7-methy 1-5 , 7-dihy dro-6H- 
dibenz [b , d] azepin-6-one 

5-{N'-(3-(2-chlorophenyl)propionyl)-L-alaiiinyl}-amino-7-methyl-5,7- 
20 dihy dro-6H-dibenz [b , d] azep in-6-one 

5 - {N ' -(buty ry l)-L-alaniny 1 } -amino-7-methy 1-5 , 7-dihydro-6H- 
dibenz [b , d] azepin-6-one 

25 5-{N'-(trans-3-hexenoyl)-L-alaninyI}-amino-7-methyl-5,7-dihydro-6H- 

dibenz [b , d] azepin-6-one 

5-{N'-(5-phenylvaleryl)-L-alamnyl}*ainino-7-methyl-5,7-dihydro-6H- 
dibenz [b , d] azepin-6-one 

30 

5-{N'-(3-(3-methoxyphenyl)propionyl)-L-alaninyl}-amino-7-methyl-5,7- 
dihy dro-6H-dibenz [b , d] azepin-6-one 

5-{N'-(4-chloro-beta-methylhydrocinnamyl)-L-alaninyl}-amino-7-methyl- 
35 5 ,7-dihydro-6H-dibenz[b,d]azepin-6-one 

5-{N ' -(3-(trifIuoromethyl)butyryl)-L-aianinyl}-amino-7-methyl-5 ,7-dihydro- 
6H-dibeiiz [b , d] azepin-6-one 

40 5-{N'-(alpha-naphthoxyacetyl)-L-alaninyl}-amino-7-methyl-5,7-dihydro-6H- 

dibenz [b , d] azepin-6-one 

5-{N'-(3-(4-phenoxybenzoyI)propionyl)-L-alaninyl}-amino-7-inethyl-5,7- 
dihy dro-6H-dibenz [b , d] azepin-6-one 

45 

5-{N'-(3-(2-trifluoromethylbenzoyl)propionyl)-L-alaninyl}-amino-7-methyl- 
5,7-dihydro-6H-dibenz[b,d]azepin-6-one 
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5-{N'-(3~beiiz:oylamino-3-phenyl-propionyl)"L-alaninyl}-amino-7-methyl- 
5 , 7-dihy dro-6H-dibenz [b , d] azepin-6-one 

5-{N'-(4-(hydroxyimino)pentanoyl)-L-alaninyl}-amino-7-methyl-5,7- 
5 dihy dro-6H-dibenz [b , d] azepin-6-one 

5-{N'-(4'-methylglutaranilyl)-L-alaninyl}-amino-7-methyl-5 J-dihydro^ 
dibenz[b , d] azepin-6-one 

10 5-{N'-((4-(4-ethyl-phenoxy)-phenoxy)-acetyl)-L-alaninyl}-amino-7-methyl- 

5 , 7-dihy dro-6H-dibenz [b , d] a2epin-6-one 

5-{N'-(3-BenzoyI-3-phenylpropionyl)-L"alaninyl}-amino-7-methyl-5,7- 
dihy dro-6H-dibenz [b , d] azepin-6-one 

15 

5-{N'-(4-(hydroxymethyl)phenoxyacetyl)-L-alaninyl}-amino-7-methyl-5,7- 
dihy dro-6H-dibenz [b , d] azepin-6-one 

5-{N'-(4,4,4-trifluorobutyiyl)-L-alaninyl}-amino-7-methyl-5 J-dihydro-6H^ 
20 dibenz [b , d] azepin-6-one 

5-{N'-(3-isobutyryIamino-3-phenyl-propionyl)-L-alaninyl}-amino~7-m 
5,7-dihydro-6H-dibenz[b,d]azepin-6-one 

25 5-{N'-((2-methylphenoxy)acetyl)-L-alaninyl}-amino-7-methyl-5,7-dihydro- 

6H-dibenz [b , d] azepin-6-one 

5-{N'-(3-(phenylsulfonyl)propionyl)-L-alaninyl}-amino-7-methyl-5,7- 
dihy dro-6H-dibenz [b , d] azepin-6-one 

30 

5-{N'-(4-nitrophenylacetyl)~L-alaninyl}-amino-7-methyl-5,7-dihydro-6H- 
dibenz [b , d] azepin-6-one 

5- { N ' -(3-ethoxy propiony l)-L-alaniny 1} -amino-7-methy 1-5 , 7-dihy dro-6H- 
35 dibenz [b , d] azepin-6-one 

5-{N'-(2,3-difluoromandelyl)-L-alaninyl}-amino-7-methyl-5,7~dihydro-6H- 
dibenz [b , d] azepin-6-one 

40 5-{N'-(2,6-difluoromandelyl)-L-alaninyl}-aniino-7-methyl-5,7-dihydro-6H- 

dibenz [b , d] azepin-6-one 

5-{N ' -(4-fluoromandely l)-L-alaninyl}-amino-7-methy 1-5 , 7-dihydro-6H- 
dibenz [b , d] azepin-6-one 

45 

5 - { N ' -(2 , 5 -difluoromandely l)-L-alaniny 1 } -amino-7-methy 1-5 , 7-dihy dro-6H- 
dibenz [b , d] azep in-6-one 
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5-{N'-(dl-beta-phenyllactyl)-L-alaninyl}"amino-7-methyl-5 J-dihydro-6H^ 
dibenz [b , d] azepin-6-one 

5- { N ' -(dl-mandely 1 } -amino-7-methy 1-5 , 7-dihy dro-6H-dibenz[b , d] azepin-6- 
5 one 

5-{N'-(p-chloromandelyl)-L-alaninyl}-ammo-7-methyl-5,7-dihydro-6H- 
dibenz [b , d] azepin-6-one 

10 5-{N'-(l-alpha-hydroxyisocaproyl)-L-alaninyl}-amino-7-metliyl-5 J-dihy 

6H-dibenz[b,d]azepin-6-one 

5- { N ' -(4-bromomandely l)-L-alaniny 1 } -amino-7-methy 1-5 , 7-dihy dro-6H- 
dibenz [b , d] azepin-6-one 

15 

5-{N'-(l-(+)-lactyl)-L-alaninyl}-amino-7-methyl-5,7-dihydro-6H-- 
dibenz [b , d] azepin-6-one 

5-{N'-(d-3-phenylacetyl)-L-alaninyl}-amino-7-methyi-5,7-dihydro-6H- 
20 dibenz[b,d]azepin-6-one 

5-{N ' -(5-methylhexanoy l)-L-alaninyl} -amino-7-methy 1-5 , 7-dihy dro-6H- 
dibenz [b , d] azepin-6-one 

25 5-{N ' -(3 , 5-difluoropheny lacety l)-L-methioniny l}-amino-7-methyI-5 ,7- 

dihy dro-6H-dibenz [b , d] azepin-6-one 

5-{N*-(3,5-difluorophenylacetyl)-L-2-phenylglycinyl}-amino-7-methyl-5,7- 
dihydro-6H-dibenz [b , d]azepin-6-one 

30 

5-{N'-(3;5-difluorophenylacetyl)-L-leucinyl}-amino-7-methyI-5,7-dihydro- 
6H-dibeiiz [b , d] azepin-6-one 

5-{N'-(3,5-difluorophenyiacetyl)-L-2-cyclohexylglycinyl}-amino-7-methyl- 
35 5,7-dihydro-6H-dibenz[b,d]azepin-6-one 

5-{N'-(3 , 5-difluorophenylacetyl)-L-threoniny l}-amino-7-methyl-5 ,7-dihydro- 
6H-dibenz [b , d] azep in-6-one 

40 5-{N'-(3,5-difluorophenylacetyl)-L-alpha-(2-thienyl)glycinyl}-amino-7- 

methy 1-5 , 7-dihy dro-6H-dibenz [b , d] azepin-6-one 

5-{N ' -(2-thiopheneacety l)-L-methioniny 1} -amino-7-methy 1-5 , 7-dihydro-6H- 
dibenz[b,d]azepin-6-one 

45 

5-{N'-(2-thiopheneacetyl)-L-2-phenylglycinyl}-amino-7-methyl-5,7-dihydro- 
6H-dibenz[b,d]azepin-6-one 
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5-{N'-(2-thiopheneacetyI)-L-leucinyl}-amino-7-methyl-5,7--dihydro-6H- 
dibenz [b , d] azep in-6-one 

5>{N'-(2-thiopheneacetyl)-L-2-cyclohexylglycinyl}-amino-7-methyl-5,7- 
5 dihydro-6H-dibeiiz[b,d]azepin-6-one 

5- {N ' -(2-thiopheneacety l)-L-threoniny 1 } -ainino-7-methy 1-5 , 7-dihy dro-6H- 
dibenz [b , d] azepin-6-one 

10 5-{N'-(2-thiopheneacetyl)-L-aIpha-(2-thienyl)glycinyl}-amino-7-meA^ 

dihy dro-6H-dibenz [b , d] azepin-6-one 



15 



30 



45 



5-{N'-(isovaleryl)-L-methioninyl}-ainino-7--methyl-5,7-dihydro-6H- 
dibenz [b , d] azepin-6-one 

5-{N'-(isovaleryl)-L-2-phenylglycinyl}-amino-7-methyl-5,7-dihydro--6H 
dibenz [b , d] azepin-6~one 



5-{N'-(isovaleryl)-L-leucinyl}-amino-7-niethyl--5,7-dihydro-6H- 
20 dibenz[b , d] azepin-6-one 

5-{N'-(isovaleiyl)-L-2-cyclohexylglycinyl}-amino-7-methyl-5,7-dihydro-6H- 
dibenz [b , d] azepin-6-one 

25 5 - {N ' -(iso valery l)-L-threoniny 1} -amino-7-methy 1-5 , 7-dihydro-6H- 

dibenz [b , d] azepin-6-one 



5-{N'-(isovaleryl)-L-aipha-(2-thienyl)glycinyI}-aniino-7-methyl-5J-dihydro- 
6H-dibenz [b , d] azepin-6-one 

5-{N'-(phenyIacetyl)-L-methioninyl}-amino-7-methyl-5,7-dihydro-6H- 
dibenz [b , d] azepin-6-one 



5-{N'-(phenylacetyl)-L-2-phenylglycinyl}-amino-7-niethyl-5,7-dihydro-6H- 
35 dibenz[b , d] azepin-6-one 

5- { N ' -(pheny lacety l)-L-leuciny 1 } -amino-7-methy 1-5 , 7-dihy dro-6H- 
dibenz[b ,d] azepin-6-one 

40 5-{N'-(phenylacetyl)-L-2-cyclohexylglycinyl}-amino-7-methyl-5,7-dihydro- 

6H-dibenz [b , d] azepin-6-one 



5-{N'-(phenylacetyl)-L-threoninyl}-amino-7-methyl-5,7-dihydro-6H- 
dibenz [b , d] azepin-6-one 

5-{N'-(phenylacetyl)-L-alpha-(2-thienyl)glycinyl}-amino-7-methyI-5,7 
dihydro-6H-dibenz[b,d]azepin-6-one; 
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and pharmaceutically acceptable salts thereof. 



